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Abstract of JP 2001089412 (A) 

PROBLEM TO BE SOLVED: To obtain a new 
compound excellent in effects on suppression of the 
collagen production and suitable especially as a 
therapeutic agent for pulmonary fibrosis and hepatic 
fibrosis. SOLUTION: This benzene derivative is 
represented by formula (1) [R1 denotes hydrogen 
atom or the like; a denotes an integer of 1-5; V 
denotes a group of NHC(=0) or the like; B denotes 
formula (2) ; A denotes a group A1 represented by 
formula (3) (R2 denotes hydrogen atom or the like) 
or the like; and b denotes an integer of 1-5], 
specifically represented by, e.g. formula (4) or its 
pharmaceutical^ acceptable salt. 
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-f-D ~a-f-3) cr>$m-m£*\mzwmt& . 

[00 6 6] t"fR* =N-OH (R6^"*»S 

^T'&&) T-*I.O-Jf>^#c(l-f-l) TIB^JS 

(Rl)a 




a) it Hn^ s y ■ maut &mm%mm#. 
Rjera^(in-b) : 

[0067] 
[^2 8] 



HONH 2 -HCI 



(Rl)a 



( 1-M ) 



l KCH 2 ) 
(R 44a )s 



[0068] (5^+. R 1 . V. B s W, R 4a % 
R 4 ~ 4a . a. P , mt3£Vsteffl§ZkmtX*$>&. R 4c 
(4* : =N-OH^f. ) 

if i<, flJxJixh^bKn?^ (thf ) s 
x?y-;K >f vyuJ^J~)VmoiSM.T)Va~)Vm., 
[0069] f&mt LTli. M^lfMJxf;t,75yf 

mmf- h y *?&m<r>TJMr u ajk^s^ , h u 

y^>. 1, 4-$/T-fb>?n [2. 2. 2]^?* 
y (dabco) s BMi-bVVJ*. ^yyy^w 

-a) C*fLTl~l OOfi^E/WM. ff4L<{42~10 

[0070] *0«?yg|S*ft(l-a) tttS t Kodfv 
>VT 5 ^ ■ Ullflftl^tt. 1-50 ;k». 0 
*t<«42~l OffiFEJldtC**. MJfEti. MS- 2 0 
-150 rfc-Cff *><i, 5^—2 4 ^BfBiTCRT-r 
4. J«C, R 4 =N-ORS a (R6a (SffiMT^ 



IB t K v^T 5 y • iSBSStftxT . O - T>V* )V 
(Ill-b) (cEtto^rfetPiafctTRiB^difcfcJ: 

[0071] mm. isi^y-e ywmw (i-f-2) tct$ 

^T. R 6a #y f-^Kt* ^»^y-fe>li##:(l-f-21) 
fi. XIEb Kn^fy^r^ • filKate-rtiT, o-y. 

fraifctCfcO, «it4rtm4. •?■ LT. R 4 
tm : =n-or«» ( Re b (iigg^r;^ y -f 

) Tfo&^y-eyffimmi-fs) «s fflrst^Rjcx 
es^dn-b) izmmcoif&zmK r 4 a****/*?* 

S<y-fe>f?|#ft(l-a) #>£>0"t?>|^*tt(l-f-l) £ 
o^T'd^>-if>-SI**(l-f-l) Sr. TIBRJiEX 
«3S(III-c) ISSfJ: 3 fc. j^asfirJffiaW^TT^Wt 

rs>-£»ri>i:. iE<y€y»t(M-i) oig 

RJEXgaSdll-c) : 
[0072] 
[fc2 9) 
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(Rl)a 




{ 1-f-1 ) 



y?cH 2 ) m 



(Ri)a 




(1-f-3) 



[0073] (&tp, R 1 . V. B. W. R*<\ 
R*-" a , a, p. m£J:Vs(i1«!et|S| o R« 
=N-OR6t> (R6b {±|ffiet|S]t-C&S) ^ 

-r. ) 

{fJ;<. mtl^r-hyh Yuy^y (THF) , 
[0074] ±3iT^Mtmt LXii. R 6b OffiMT 

-3) t^wc; R 6b tfT-ti-jmx'fo&^y-eymm 

#(l-f-31)£#&tii:. IMTisMmt LX^mm 

^ mtr^iv, 7-/itT^>v^ 
[0075] imm^mr s mut v yxf^r 

o^cfi a^l~2 0fg^/P*. ffiL<tii- 
5fg^;kl:. 4fc, R^^'-OiO^^Ji:, MS 2-4 



«f»- 2 0-15 O'ClZXfthtl. 5#-2 4B#IS 

[0076] 3r&. IA 3 ^fcft&RS j&f, * : =N- 
OR6 (R6{iB>riBfc|5lt -Cfc-BtfUS^RW 
*(l-f'-l)~(l-f'-3)tt, O-fcfyf^flEd-a) l^i. 
TOfe>18##:(l-a') fefflV^lSWi, ±IERJSXS 
sS(lll-b) fciWin-c) teiEtt«:J^fcfi!v*R«{cR 

^y*£ymm&. *a* fctjtt*Y*qi: - (c 

H 2 ). -Tft-aT. *OR* 0^<H-ORK 

u*is)]^xfoh^y^ywmm\-i) . t L<t4t(riB 

«A« tc4Jtt4Z3&«: - (CH 2 ) n -•C^-dT, *» 
OR5 <D^&< fc t — 33&*t HD^y;HT**SO-fe* 
^ffifSWRfc LT^fflU jtS^gM" 

[0077]® HffiA+oafcA* fcfett* Y3&« : = 
CH (CH 2 ) tfzim : - (CH 2 ) ..j C 

H=X$>~oX. 3&>O s R* C0^-^< b fc—oA***!^ 

xfoh^yi£ywmm\-c) . 

® MflBA «f C0*A3 ttJJt* Zi>l:=CH ( C 
H 2 )„-! *fcti*:- (CH 2 )„_! CH = T* 

[0 0 78] ZZX\ ±MiQ>cr><y-€yWMMl-c) CO 

KJ6lD®*(IV-a) : 
[0 07 9] 
ft3 0] 



(11) B2 001-89412 (P200 1 -8HS&SI 



(Rl)a 



( 1-9-1 ) 



3 



OH 

CH 2 ) m 



(Ri), 




(1-C-1) 



"ft 

1 ) R 



[0 080] (3^ R 1 .V, W. a&J:l>*m<i 
ftfiB^HtT'&S, ) 

C^RJSi, bKn^;w*£^£<y-feVf^#;(i 
-g-1) 51S^§M*^Tb°);^-^i,yn5 

fflWCffibK§-£Si<bt£j: 1 9. MfBY^X: - (C 
H 2 ) CH = T--&£<y*>l&£fk(l-c-l) 

XhtiiiXK, «iiffh7fcHa77> (THF) . 

[0081] "^-tfyRW* (1-8-1) tcfcN"* ty 

, ft£ L < it 1 — 3 fgt/Ht* & . KBIZ „ m 
m- 1 0—1 5 0*CfcTfT*>*U 3 0#~24B#H;gj£ 

■casrr*-*. 4fe±ie^^-tf^s»*(i-g-i) ttt* 

t, Hft*(l-*-2) : 
[0082] 

Hfc3 i ] 

(Rl)a 




HC J ' " - (1-9-2) 

[0083] (sWs Ri , R* , V. B, W, afci 

tfflv^*iaWiRiEJjS*(iv-a)tc£«<7)*i6t:fl!v^H 



-c) CfcUTY^ : =CH (CH 2 ) -T&tl 

*>f^#:(l-d) ~(l-e) , (l-d')~(l-e'){i. «A2 
fctJtt*Ys&gS: - (CH 2 ) . -Tfo^X, A^R* 

cr>^< t h—yifi^^mx'hh^y^ymmMi- 

h) , ttzfcmimA* \,Zt5\fhZim\- (CH 2 ) 

>UH**(l-h') SrffilWffc LTfflwtRfc 

[0084]© mTlB A*^*A2 liZHVth Yim : = 
CH (CH 2 ) - s ZtiliX: - (CH 2 ) a .j C 

xjjjv^ismx'fo&^y^ytmmi-a) . 

© H£A<fr<0XA3 fcfcftSZ^: =CH (C 
H 2 ) n -i ttlUm: - (CH 2 )„-! CH=tft 

->t, r 5 <7)^<^t — p3Wffi»r^y^;i/ 

CZ) BUlBAtftf0»A2 t=tJtt&Y*gg: =CH (C 
H 2 )._! - s ifcfctai:- (CH 2 )._! CH=tfc 
oT. R* C7)^<i:i> — P# s «T/l^dfi^ 

© WE A tp<vmA* ft* Z*5i:=CH(C 
H 2 ) n -i -» (CH 2 ) CH = Xfo 

oT. R 5 OiKKfcfe — 336*KRT;P3^5^as 

i<lt\ ^A^ tcfcftSR* SrWfc*ffC_fcJE®tJj:tf 
©00-fe>f^#:(l-d) ~(l-e) <n$mftmz~o\^X 

[0 08 5] ff. ±.M®co^y^yffimik (l-d) com 
JS*8*:ovvc x TSERJEEISSttv-b) ilv»tB«t 

RJKX^(IV-b) : 
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[0086] 



(Rl)a 



Ut3 2] 




\ A (1-h-1) 
R 4 ( CH 2 ) m 



(1-d-1 ) 

[0 087] (5?*, Ri , R* % V. B s W % afcj: 
^mJitulBh R trfc* . R te fiffiS7;l/* y -Y 

waaaefiPirraoBs-fcs zuz^o. y&m : - ( c 

[0088] _fcJB3ffiHEfc LT(4. KJ6t»»*a0rS* 
V*fc«0*C&fttrJ:<, Miiff h5tFn75y (TH 
F) . ^df-fy. yXf^X-f/PfOX-f/H^ 

ATS h\ ifflF3:if}6»*frf6fL4. T^MWik LX 

7ne*yl^ yrn^x/K >va*ry#A 0 
[0089] . ±£^>"fef>'R#tt 

(i-d-i) cswc, R^tfTm-ivtt^mx'h&^y 

-tf >^*(l-d-ll) Zn&lzlt, ±iar^;Hrah LT 

*s#bmjl mi>r vro^x/^, mcr^jv^ -? -y 

«HK3E^o/w xm. mt*m. mvm. y^wn 
m. s^tirtmrncossvyyibm. van. jut** 
m. mm. mmm. mm<omm®. hu^nop 




[0090] ttcUmt LXii. MMfb ijxf;t,75 

try^y. 'jf^AyMyroe^rs h (lda) s 

**-ft^U^A s *3g-ft^M»»>A s -^NU^A^h=3f 

anii^r^fctf^iis. <y-eymmmi-h-D izm- 
&T^Mkm<vmm\^\z. iisti~i ooa^/ks. 

tt(l-h-l) fc^*».*3fe|*!SKOflraW^«. Stt 
0. 0 1-10it;H, ffJKfJO. 0 2-0. 1 
fg^/HtC£>&. RJCix. ji#-7 8~l 5 0T:cr>3kft 
~rei#~3BISL »4t<lil 54H-2 4^BfSjre 

[0091 ] S^±IE^y-tr>li##:(l-h-l) Kft*. 
r, HR*(l-h-2) : 
[0092] 
[ft3 3] 

(Ri)a 




CH 2 ) m (i-h-2) 



[0093] (3Ctfi, Ri , R* , V. B. W, a*3j: 

<T t *c J: 0 » ±IE©«0-t:>g§#*(l 
-d) Cfel^Y^i: =CH (CH 2 ) m . t -X'fo&K 

y-vymmmi-d-2) zwm^-z z t tfx-z t. 

±m®cr>Ky4£ymmMi-A')l±, ^y-Vym&ikil-h 
-1) tzftlXR 5 C0'J?%< t — r>j8fc*^yST**< 

y-eymmmi-h' ) zm^&imit. ismmjimta 
v-b) izwemcojrmz^ mmi / zKmz-$& ztizi.*). 
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[00943^ ±m®cr><y-eymmmi-e) em Miexgssav-c) : 
m-jrmzn >t , TieRKxs^(iv-c) zm^ ^xmm-t i o o 9 5 1 

[ft34] 

(Rl)a 




W 



R4 HcH 2 ) m 
(Ri)a 



( l-h-1 ) 



(1-e-l) 

[0096] (5^+. R 1 v R* » V, B. W. a&J: 

•t „ ) 

■T^BOEii, IWE<y-lr>l^##:(l-h-l) 

-trv^frd-e-i) *%&i>wfoh„ %<vm. 
[0097] mmwkh txit. mfciz&mzms^ 

^i>cr>X'fotilit;<. MiHf-rh^t Fn^y (TH 
F) , istt^ry, S^'x^x— r-jim^x.— x;MB, 
x^y-/U^c7)ffimT;Pr7-;^. 

Wl^xy#^#j$«**. -fn/^yii:'* 5 

m. mmr^x^ mmt^?>. wbt^s-x 

yx/l/*yS, h'J^nnii, HJ^/t^tnltSL * 

?yx>v*y&. mm. i±) -io-^yyr~x)v 

[0098] *)V Y*?WXm.T)V*)V3iXT-)Vt LX 

it. mz-\i-*)vv*mx^)V3Lx^)v. ^h^xf 

^xxtVM£<o . r;i^/i^#«^fti$:#' 1 - 6 o 



(7) 



A-OH 
(8) 




H ( CH Z ) m .i 



x h * istthh^y-vymm (i-e-ii) 

[0099] ^y-^ymma-h-i) izm-&*/i h=¥ 
gHmr/^^xxx;KofiifflfM-^«> as 1 - 1 0 0 

1&EMt. M£L<i±5^2 0m^mx*fo&, £tz. 

Ky-eymmmi-h-D tzm-tw&mm&ts 

0. 0 l~~2fg^;kl:. *FiL<fi0. 1-1. 5 fire 

/wrc&&. ejsuu a«-7 8~i 5o°cizxft*> 
ti. i#~ 2mmnmx*®:T^-&, ttz±m^y^y 
mmmi-h-i) izKtx. ^y^ymmmi-h-2) zm 
^&wu*Kmj:mi£av-c)izmM^mzmumnt,z 

Kmzit& itfcri 9 . Xie©?><y-fc>f$##:(i-e) 

Ci3WY*«:=CH(CH 2 ) ..j -*Cft*^y-(f 
>H#ffr (l-e-2) ^iSj&T S £ 5&*Tt= 5 . 

[oioo]$fe{:, ±3Z<B<?y^y-eyW»Mi-e') 
it. ^y^ymtmi-h-D Wti.TR 6 <v'j,-%<tb 

mt. ±3£su&zm& (i v-c) ^laao^t^^ mmiz 
rigs** ztizxK). m&t& z t wx* h . 

RJfcXgstW : 
[0101] 
[^3 5 3 



W-A 



(9) 



H 2 N, 



W-A 



(3) 
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[01023 (5$ck b& xvAtmmtmtTfo 

%<8) bBimZ-HZZtlzJ: 0. -it^m®) ov* 

ZtlzX*)^ ^iS^d-a) ^teMJEXg^U-b) 
[0 1 03] tyAny/-bn#(7) i:-ft^(8) fc 

friz, jwaau^A. mtf-hw^zzmnLTi* 
[oio43 ±Mmmt t-cfi. KmizmmzRiizz 

^i>coX'htniX<, ®mtx? x.?j-jv, 

#*&{f t>ti& « ^ j;\uyy=.h n^y-fc? >i£^#;(7) 
fc^&tti^KS) ofi6ffl»|-£-{4. atlfsHr/kl, 0 
4 1 < « 1 - 5 fS^HI-C* & <Wjt S T -£> h . 

co 1 05] mm\%. ito-i5or, *?£L<J42 
o—8 oxrcfr*>*u 1-3 ommmmx^r-th . -ft. 

-^5(9) *»Mfc£*(3) Srff^KJEEfi. MS^£i4Si 
ims^^coX'htLliiK. x 

coio6] it-&m(9) izn^&mminim® i&n. 

ilSO. 0 5-5it;H, 1fr£L<l±0. 2-3fFt 

Mtc $>&cr>fimmx-$>&, R«{4. as- 10-15 

0*C. *FtL<{40-5 0 o C-C1f*)tL3 0^~3 0l*ra 
S«T'*IT«>. ±IB^-^H(3) fc£{7&. tlffa 

Hfc* o f 2 -Ii7/K;l- -1,3- V 5 
£«^&T$y<y-e>f£#ffc(3-b) J4. TfERJEX 

KJ6IS5^(VI) : 
[0 107] 
HL3 6] 




[0108] (sW. R 7 J4«T/M^*£^t\ ) 

Wzx^isyyVa-jPbKmmt&Zblzj:*)^ m 
WT*?-)V (y^V5y) -f^%(9-b) oV* 
fC:c0^ft(9-b) ±IBKJEXg5<i(III-a) bnw. 

izLxmiiir&zbizxt)^ miT$ys<.y-e>mmik 
G-b) £#stm:-£>£„ ±.mmmbLxi±. rn.mi.zB 

x^y-;k N ^ y7nAV-;kf<?)fii7;k3-;H, 
>>'x-f-;px— •r/K f h^th'ny^y. i-^^y^ 

[0 1 09] mbtxit, v>-V)V^.yxiv^ym, b 
U^unlEgL hU7/Wn»l, *?yx;i<*yM, 
mm. (±) -lO-t/yyr -xiv* ywtc WhW 
t>ti.*Xl>. (±) -1 0-^yyr-x^ymt: 

mM-t&mwMxfoz,. xho-fb^»(9-a) 

x^y^yn-zU^fflgiJi^ JMriffiMEA*. *? 
4 L < (4 1 - 5 «^;PaT-S> S^'iatfeS. -hn 
•ft-^!f%(9-a) t*f-T.?.^£7)ffifflSii^(4. ilSO. 0 1- 
0. im^)VM., ff£L<te0. 01-0. 0 5^ 

[01 1 o] as- 1 0-1 5o°c. n±L< 

(4SS— 10 0 -CX^rhix, 1 — 30 WbT^STIIT^ 

•S.. ^f&BJJfcfcVVC. MIBA4JC7)»A1 ^{t^,R2£7) 

d*>BS3g-r^2ffl«a ^'-i^^o-C2-ffiimT^df 
IV- 1 , 3 - 7 5 y^flM-r^^BJO-^y-tr 

y|i^#(i) {4. ±i2^jsxs^(vi)-c-f#^^7tr$y 

^^V^WieAftJO^A 1 {;fcftl>R2 3*>c?D2jHOll 

s-r^»« ^'ffiMT^y^/ks (fiu *;i-5^*(4 
»o T-^i»^y-fe>si#ft(i) *^jastfea. jhiER 
jsex^ (vi) tiBtt^sstflHf ^ . mm* vmzmvt 
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[o 1 1 1 ] Sris. m&A'PvyMsA* r« 

[0 112] 
[A3 7] 

f)CH 2 



[0 113] (sJJtf. kfcHWBfcHfC**. )-C*« 

$j(3-d) ~(3-d')tt s *A2 fc*Jtt*Y*g£: - (CH 

ST&&3-^bn<y*>f^£#;(9-c) . *fcHta£A 

0 2 N 



3 t£;fett£Zj&*- (CH 2 ) n -Tfc-oT. *^R5 CO 

(i) mfBA^COttA* fci>{f|> Ytm :=CH(CH 
2 )«., ifctt*: -(CHj CH=T*o 

■c, R4 #'ffl^T/i^y^/k*^ST*&&3 

-T$ y<>-tf VgS*#(3-d) . 
[0 114] (ii) WiaAtfcO*A3 fc*}Jt£Z#»: 
= CH (CH 2 ) „_! - (CH 2 ) „_! 

CH=T»-3T. J&*0, R5 IfWfcDVljJlJV^is 
mvlbh 3 -7S70t'>||##:{3-(l') 

±IB(i) <0«A2 fc:4J(t*Y*g|: - (C 

h 2 ) c h s^y-i£>maMfc(3-d-i) cO^it 




[0 115] 
[A3 8] 



(9-C-1) 



RJSXe^(VII-a) 



B. 



( 9-d-l ) 



as 



B 



r4 Wh(CH 2 ) 



m-1 



(3-d-1 ) 



[0 116] R 4 „ mfcJ;t>'R* e {iHUl£fc|e|t 

•c**. ) 

-r=5r^*>. _UER£liSrt(VII-a) t^Jc^t, ±13 
A£ft(3-d-l) Ji, ±12^^1(9-0-1) ZTisMtmt 
KJSS *4 i fc X 0 , (9-d-l) x-mztih 3 - 

- h uKy-eymmfozn. ouT<r«Aitr$$j(9-d-i) 

AS*(9-c-l) *>A>A^(9-d-l) *»4RjCtt % 



[0117] ±ie«««fc Kiefctwfcauars*: 

v^fe^tSMitf i < . Mitffb7tKn75y (th 
F) % s J^^rV, yif;vx- x^^ox— -f^MiL 

ii, R 4e Offimr;^y-f^SB^*fJ£-r-S, K&S* 



teii, R 4e <7)ffi®r^^ y 4 /waMhfi*r-fe-f7k&<9"t\ 
±£TS'/W13W T-fe^/MM) fcLTtt. 

[0118] ±K»t LTtts flUWH?;^***, 

3SA*^*. mm~xx^ mm&f'y. E7 7ft 
JMbk*. 3^A*iiH§K?yM3 

^va**. *a**». air. »bxil mm 

;P7$ye'Jy'y U f - <r A v y To bVl^T 5 H ( L 
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[0119] ik-$m(9-c-D izm-&Tis)nm<r>&m 
watonomtm* i»o. oi-i o«*;m, 

L<1£0. 02—0. l^i)HT"M. MfBfi. jilt 
-7 8-15 0°C£7)^frTf l#-3 Bra. #4 L < J2 
1 5#~2 4B#raWC-fi : ;i«: J:v\ 
[0 12 0] 4fc6*(9rd-l) *>Mlte*(3-d-l) 

5hPn75> (THF) . S^j-df Hf^^x— 

nWfcfi£. ^m-lKPd-C) . 5^-- 

[0121] ^%(9-d-i) \,zm-&M7m<F>ffi%m-& 
o . i ffiR/i<atr*&. KJ5SJ4. mm- 10-150 

°C. jff*b<«0 — 5 0riCTfr*xft.. 10#- 30B# 

waireirr*-* . ttz. <t^j<9-c-i) tfu-c, - 

fe$(9-c-2) : 
[0 122] 

PaN y 



B. 



CH 2 ) 



(9-C-2) 



m 



[0 12 3] (5$4>. R\ B, W tsXVmiZmZtm 

5C(Vll-a) Cfc^RKC LT50G3-£4 i t izj: 0 . Ji 
!BU) <7>tt&fa(3r4) Cfe^TYtfS: =CH (C 



H 2 ) 



m-l 



-T'£> &0-fe->-f®£tt(3-d-2) ^IBfrt-* 



Sfc. fk^(9-c-l) fcftit, 
(9-c ' ) v (VI i-a) 

•£ 4 i t (c J: 0 , ±IE(i i)0-ffc£%(3-d' ) * 

[0 124] ifc. _hIHfc£»(3) fcittve, Tlfi^(i 
ii) — ( iv) iZTfrtlk-Sm (3-e) — <3-e')Ji N _L1&KJ£I 
SsSWI-a) Tft^^S-fb^ftO-d-lDSikT), R 4 cT)^- 

R5 co^^< fc ^~^1fiT^lV**ismX°fohik-eM 
(3-d' -11) -(3-d'-21) fttfJfMCHfctTfflV^Tiett 

(iii) BUieA*c7)aA2 tCtJft*Y*g| : =CH (C 
H 2 ).-i ifctt«:-(CH, >._! CH = T£> 
•5ts **0 . R 4 < fc & — 5#7n>( /M"df S^iS 

£ 3 - T 5 y < V *£y*mm (3-e) . 
[0125] (iv) luiaAnfJ^A^ fc:i$t*£Z#3£ : 
= CH(CH 2 )„., 4fclil:-(CH, ) 
CH=*C&oT, R 5 <7yjf^<b% — z>ifiTn4 

)V** ism~Cfo&3-T^ siy-nymtfc (3-e ' ) 

£<r-C\ ±!5(iii) comA* tZ&if&Ytm : - (CH 



) 



TIEKJEEX^(VII-b) SfflV^TSKW-*, 
KJi5XS^(VII-b) : 
[0 126] 
[ft4 0] 



V I (9-d-11) 
R4 i-dH(CH 2 ) m 



0 a N, 



B. 



W 



(9-M) 



HoN 



B. 



R )-(^(CH 2 ) 



m-1 



(3-6-1) 

[0 127] R 4 . B. W *3«fctKm«HUlBi:ra R 4 ^«Tn-f;^^r^ 



(17) 82 001-89412 (P200 1-8*A) 



mi*. RJEl^(VII-a) X"&htlhltSm{'h<i-l\) 
ft&TX'g.mZit&Z.bttZj-y)^ -HK5£(9-f-l) Tm% 

x^(vn-a) t mnizmmTtmteJ: ->xmtc?& z 

[0128] ±IB?§2£i: LTfcL KJ££t*#£.S.J3r§3: 
V^<7rC£>ft.i£J:<. miffh7bHo75y (TH 
F) „ i^^l^ i Jau^-}Vx.—r-)vm<r)^—'r)Vm. 

zwfowwih. m^vyyimbLXte, r^cotu 
j ^wzttm^&m^yyimzmm-tMi x w 

MtifTvAjUtt ^<F>TxlA iVWrtifi^yV^ )VX 

Mit^yy'4^, B^it^yy'Jfr. y vVc<yv'4iv 

[0129] ±§mb LXlt, mti$=7 wc*^*. 
EMitx^m. mt&it-i-fy. E.?vik 

t&fbWS. m-fbKS, 3>7-fbJ<5P§^Nn 

ywbKspL m^mm. mm. mumrn. urn 
mnmmm. b^oniE f-y^/M-opSL p- 

m&b -tfhWhtih . ttilrft ^-llHz^trsK^a^- 
WlS^flgffliiJ^ii, iffif l ~~ l 0 Ofg^/kK. L 

< « 5 - 1 o m^ivmx'h h» ±tz. K&to (9-d-ii) \iz 
m-$>M£tii±i&m<7)mmm£i±. miso. 01-10 

HKMk. %f&L<i±0. 02-0. im^ivmx'fo 
h. mmZ. S»£- 7 8-1 5 0*C^#TT-l:fr~3 

[0130] &fz±m«.y-eymmm9-<i-ti)izttz_ 

X. -^(9-d-21) : 
[0131] 
Ut4 1 ] 
O2K 



B. 



{ 9-d-21 ) 



ch 3 o-ct c ^ (CH2)m 



[0132] (^+. r*. b, w teix/mimmbm 
txh&. ) xmzti&^y-eymmfozm^&bm 

Zlt&ZblzXK). ±ie(iii) COfcitmO-e) IZ&^X 

YtfM: =ch (ch 2 ) ,.1 -xfo&^y-eymmft 
o-e-2) itwm-%>z-btfx%h« ±.m^y*?y 

|f|#ft(9-d-ll)WtxT. Z^:=CH(CH 2 ) 
n-i-. ttzim: - (CH 2 ) n _j CH=T'fe'5T, 



y*£ywmmw-n) ££{i(9-d'-2l) £fflv>&J2W 

a. ±MSKmTMftmi-b) izimcom&zmimmiz 

^JEX^(VIII) : 
[0 13 3] 
HL4 2 ] 
O 



or ^ 

(10) 



A-OH 
(8) 



O 

r7v xAb. 

(10) 



"W-A 



o 

HC B v 
(5) 



W-A 



[0134] (sw. b. w. a. x&xx/Rmmm 
bmtx$>&. ) 

zit-smm bRmmthzbizk*). b^^/^vi 
)v#* ^Mn&mmz m*ftM lx , kjkisss u i ) 

^S^uys%/\s#yM2^Xr-;Uifc(lO)frt>VV V 
yXfrtfyW&x^Hmmn) fctt , ±ISKJ5E 

niL^<\i\-5^)vmx*ibh<nim%xfoh, 
(i. Ito-i sot:, ffji<tt2 0-8 0t;-efft> 

*u i~3o^ras^-c-»T-ri>, 

[0135] €^(ll)OjD7i<^»{i:. UW&tt&mt 

r;w^ u <km?mttMi . s&att- h u * a , u ^ a 

b >j xf-^r sy. h y f^rivr s h y t;hp^ 
7$y, eyyy, ea'jy, 1. 4-^*Tifb*^o 
C 2 . 2 . 23*^^ y:&-if£0*t8iS*^*{f $>tl& . 
[0136] ±ie?§«i: LT{±. 

nwMmzmt, as- 1 0-2 0 or. ^4 u<« 

3 0-60 "CTiT^ix . 30^-24 tifflS&Xltk'T-t 
[0 137] 



(18) B2 001-89412 (P2001-8r« 



UtA 3 ] 




N=C=0 
(12) 



(3) 



(R 1 ) 



tlh. Z<VKm&, 4 VisTi—hitim (12) tit 



NH NH 



W-A 

(13) 



(0 1 38] (s^4>s R 1 . B. 

tHaatc**. ) 

iORflSfcJ: *). —W&t ( 1 ) fcfeWCV#-NH-C 
(=0) -NH-T-&i»<y-«i>f^#c (13) 



(R 1 ) 



r^-h-ft-^j (12) testis r s >i«<Df£ffli!te« 

& c -i VS^T*— Mfc£W (12) -ffc^* 
( 3 ) <0ttfflW£»i3i« l~io fgpE ;HL if 4 1 < 14 
l~3fiSKEA*C&$. KiEli. ilit-i 0-1 5 0*C 

(0 139] 

OAc 




NH NH 



r j 



K 2 C0 3 



(R 1 )a. 



EtOH 



(14) 




NH NH 



(15) 



W 




[0 140] (3W. R 1 , B^ W\ AijJtt^aJigfflB 
0 . x/-/HXf/H^* (14) 

( l 5) r^yt-LTtt. Wi.{fr;^ 
y ^m^kim^ i> v m4js „ r/^ y ±m±m^>7m 

- h y /Wis i l^** f-zl^/l^A r S K£> £ v ^ii-I *i o 

Ki4) i ^hzml. mm i - 1 o wm> o . # 

4L<J±1~3*/|/T*>S. RJCIi, as- 10-1 5 
0 TrCfi*>*U ffi 3 0 #~ 2 4 BSflTUT*-* . 
KJGEMiS(XI) : 

[0141] 

[ft4 5 ] 



(R^a 



OHC, 



(16) 



PPha 



Br' 



S W-A 



(17) 



R 1 s 



(18) 

B. W. 



W-A 



[0 142] (5$*. 
^OSJiBii. —Jfe$ ( 1 ) tfe^tV^-CH = CH- 

X'$>t^y^ymm (is) 

RlSfc i "5 s (16) 3&»£>f&fc§-£*: 'J W U F 

t7;l^fb (17) fc<0|»6- (WittigH 

J5E) £«fc OO-lf^k^j (18) j&sflK>*i*. 
-»7AJg ( 1 6 ) i)>^cr,U W V K<0»£*i*G**tt 

-x?y-;K N, N-y^f;l/*;l'A7Sh';tb'J 



(19) 32 001-894 1 2 (P20 0 1-8=f» 



f^A7S H ;*'J"W>t-^Ki/|«-thnt 

— tVK 7X"^ U f-*7 A -X— zf)\,t £ }£ifimf$>tl 

h. UmcommMii. tfX^-^Aig (16) l*Mz 
ML. If 1-1 O^E/K 18-t L<l$l~~2*:)l-X'$> 
.TORlSi. MS- 10-15 O^Tlfibtu 3 0 
2 4 Btra-C-^T^-^ . U W y K i: T^x'b Mfcl=s- 

fSj ( 1 7 ) ^^w^^^-efi^n. 

(17) fc*hTS (16) c7)ffifflSiJ^-{iilSl-l Ofg 
»SL<{il-3^;W*T-«>-l. 0 KJEfi. M 
S-10-15 OTTCfrfctU 3 0 2 4 B#P5T*T 

[0143] ^BMz&if&o-tiymmmi) it. e 
timwn&. m^mm^. mm^. mmu. v ymm. 

%b"(omffiMt&. ^?yx;i/*yii, P -hAxyx 

)v^>w§l. mmm. t^ywm. w^wm. ^wy 

%t'i>mft>ft&, mz, ^mmo^y-eymmmi) 

^&ummmz^xwm-h . 
[0144] ±mmmmu. *m&y<>#>tmfc 
(i) *mm<nmmm\<mmitzjm\ Ltzi> coxh -> x . 
m^m.m^fthftm\. mmm. ®&m. mm. mm 

m^xmrnztiz. z&mmmmt lxh. imsmz 
mtxnwimcQttfrkmsiTZ . ^cornm*^ 
cot Lxmi. urn. mm. mi. mmm. mm. mm 

M. #y°-t;u#L mi. mmm (mi. ®Wfflm) %b* 

[0145] m&<mmzm&ttwt. rnkt txam 
m&a<oi,<?)zm<mix'Z . mtmim. an. rn.it 
nuw, ywm. mm. ^yyy. mm^jiv^ 

?k. x?y-/k 7oav-;k Jg.^o-y7\ 7Y*m 

m. fyyym.. ^yi-ymm. tuv^^^jv^iv 

a . t' y trx^tr o y h y * fc-^^j , iify/ 

^KS-^hU^A. ^®^;l^^>7A. ^y^-dfvxf-u 
y vjv yliWKxxx;^. ^ ? y /hkbw- h u ? 
a. x-rryv^y^y-fey k fv7y, ?im%b* 

m&xnm&mM* m4mry^-^^mm. ?w 

7y%£<wmffl. fyyy. mm. ij^yy. <yh 



[oi46] AmcoBmizi&B-t&m. mfot vxim 
m / jk%ico{>co%fe<'mmx£ . M*.t£7wm. ?lh. 
fy/y, mttMMb. #*vy. ?>\s7% 

fat Lxim%&mcDi>cD*&<'mmxz. mtn^u 
F%t*immx'Z&. 

[0147] mifflt Lxmmzii&Wrkte. mi. ?l 
m&zvmmfflimmzn. fr^mmbwm.x%hcoifi 
ffiu>. ziitbcomm. fim&xvmmmcoBMizm 
mti>m. mmtLx\m&. jz<m^htix^&h 

fi/y/!)3-;K xh^r>-fb-f yxf-Ty^T^n— 

v-x^- k y v>v^? ymmw^xT-ivmzi: b^mmx^ 
c\^>^. mmtnm-mzmm-t&coiz+ft 
%&cDim . 7H7tftsi v-tvy* mmm* 
t,ziz^i£xi>£<. tfzm^commmmm. wmm. 
mmikffl%b'$:. zbiz&mzmtxmmi. mm. 
mfA. mmm. Kmteb^mcr>wmshZttZitxi> 

[0148] mmm^mz^^tih^mmco^y^y 

ona%b-?&<?>ti i ft$.L\\ ^mimzffi&mmmMco 
&ttmb tximizMmte%< . %mm\mm. mm 
mm. mL imcovm. ^comco^mzmt^m 
x-m-ztiz. mui. mi. am. mi. mmi. ?l 
m. mmmjix/^y-tfvmco^izimnik^ti 

[0149] ttz. mmmcom^izii. smccfo&wi 

7 WW. T 5 J W& b-cOM&commbMi} LTIfSRl^I 

fcfM-urD. s ^zit'Xmizffetxm&xMmft. & 
f*i. &Ti> l< imm.mz&^z, z t ^x-s %> . mm 
co^^zit. mmmzik-s-ztLZ . ±mmmmico®& 
mmm. Bmmm. mL Mcomm. ^comco^ 
mzmtxM'g.mm-tniXK. m®. iBfowtm 

lkg^MUO. 0 1-1 OOmg, ft&L<\±Q. 
1 - 5 0 m g ^ 1 ~~m®lZftlfXt^t$tl& . 
[0150] k*>^/U ME(7)J: d^S#S{±«^<^ 

[0151] 



(20) 12 001-8941 2 ( P 2 0 0 1 - 8F;f$i 



4- [(5--hn-2-e'J^) sT*^] -1- 

-1 yfyyco-Sfc 

4-hHn^y-i-fy^7yi. 0g. 2-?n;P 
A5gJ, N, N-y^f;^M75F (DMF) 1 

om i izmfrt. m&x'i 7m§mt t^. rjs**t 

fts Sl£»5 Om 1 C0*^JDX. lH8xf-^T«iajL 

Sr. llxf ;^I^TIl B B B f^ ; J: (: j; ») , gfS-fL 
GtoZW: (1. 3 6g, ifcjlffiB*) . 

1 3 0-1 3 2°C 
###"J2 

4- C ( 5-T5y-2-tr>J>?^/P) st^iO - 1- 

m^mixn^titzA- c ( 5-— 

:*3fv0 - 1 -^y^yyi g£y?y— ;W2 5m 

I (C*j&» U 1 0 y^Ai* 10 0m g#£T\ 

^a-c«jEH»asBi7c tfc . 2 0 Basra*, t . 

A?o?h^57^ mmm. ■. wmx.^) xmmt 

&Z.blZ£ 0, «flfe»*<OSWfll£» 8 4 0 m g £ff 

HU&l 1 9~1 2 3°C 
##M3 

[ (5-^hnfc"'JSy>-2-^ f/k) A V? 

y- 1 -Ttycomm 

4-b Hndf^- 1 — iyyyyi . 9 8g. (a.s 

ignor, E.Scoffone, L.Biondi, S.Bezzi, Gazz.Chi 
m.Ital., 93, 65, 1963) IB*«0*$£fcfi^>Tll3iL 
t2-?n;l/-5--hnh*'J*yy2. 13g, fcl 
tf&fcJBK* 'J^AO . 9 2 g £ >>'y ^*/k& 7SH 
20ml^ Sffl-C2BSBB«fPLfc. KJB5Sfc#2 0 0 
m 1 mm^)V2 0 0ml TttajL^. 31M 

m&L. m7Mmi-hv>yj>>±x&$m. mmtmsia 
1 ) xmutx, o.6i gvwm&mtm:. hb 

[0152] 1 H-NMR(CDC1 3 ) *p P m: 2. 
70—2. 75 (nu 2H) , 2. 97 — 3. 01 

(m, 2H), 7. 41 — 7. 4 4 (nu 1H), 7. 
49-7. 55 (m„ 1H) , 7. 76 — 7. 79 

(m, 1H), 9. 35{s % 2H) . 
##M4 

4- [ (5-7S7fiJSyy-2-^ f;W) *df5^] A 

yyy-\-*y<7>WM 



##W3rtEftUi4- [ (5--hDf'J$y>-2 
-f^)^y]^fy/y-l-^-y0. 4 5g£PK 
Xf;H0ml -Sl5m 1 COMmiZMfrL , 5%JU 
WM.&mO. 1 g^jDX, **#£ET, 

gams®**-?- j- u ^ »tv^Tiipfnjts**caE 
m*%mi-hv>yj±±xmm. msnmss^ 

mo. 37 sim:. 

[0 153] 1 H — NMR (CDC 1 3 ) 5ppm: 2. 
6 6 — 2. 70 (m s 2H) , 2. 96-3. 01 

(nu 2H) . 7. 35—7. 48 (m. 2H) s 7. 
65 (dd. 1H) % 8. 07 (s. 2H) . 

5-(4--h07iydf^)— 3. 4-yt h"nf7^ 
P>-- 1 ( 2H) -^-^c7)Mm 

4- ?n^--bn\y-ify3. 7 7g. 5-bKn^f 
y-l-f h7Dy3. 23g, J:t/f*t*#ffl&$ U "7 
Al. 6 5 gJ^fWAT5 K3 0m 1 ^ 8 0 

^ct'4 smmmnttz. jat£»*3 oomi 
t»u m^mi-hv^j>.±x^mt. mmzmm 

3:1) TifMLT. 2. 6 7 g^fllllfc^ijlft, 

[0 154] 1 H — NMR (CDClj) Jppdi: 2. 
0 7 — 2. 16 (m. 2H). 2. 68(t, 2H) , 

2. 82 (t, 2H) , 6. 96 (d, 2H) , 7. 2 
3—7. 26 (nu 1H) , 7. 37-7. 43 (m, 
1H), 8. 00 (dd N 1H). 8. 22 (d s 2 
H) . 

##M6 

5- (4--hD7x7=Jfy) —3. 4-ytFnf7 
?lsy-l— Afi, 7tf-b(7)lil 
###"J5-C*BtL£5- (4--bnyxy^f^) - 

3. 4-y'bHPt7^1/y-l (2H) -^1. 0 
5g, ^(y7n^7-l:f-b6. 1 2m 1. 

;\°^ h/Px >1- 7jcftfe 35mg£80-12 

0TTC8WU:. 4 8 3ffi8L &ffi»£tt£EaHiU » 

^mvmzwm^j-MzmfrLx , b u 

y>A±-c«a»a. »«*«e«*lt. 1. 2 4 go 

[0 155] 1 H — NMR (CDCI3) Sppm : 2. 3 3 
(s„ 3H) , 2. 37-2. 45 (m % 2H) , 2. 
74 (t. 2HK 5. 77 (t, 1H), 6. 9 3- 
6. 96 <nu 3H) s 7. 03-7. 06 (m. 1 
H). 7. 22-7. 27 (m, 1H). 8. 20 



(2 1) 32 001-89412 ( P 2 0 0 1 -8CSIH 



(d. 2H) . 

5-(4-7S77i7^y)-3, 4-yb Hnt7? 

v-y- T-^r—Ycomk 

4-yhKnt7^t/y-l-^* T-fef-hO. 3 
7g^Sll Om lte!R»U 1M*0. 37g. 
J:V4N HCl/^fyi. 42ml£flH;tfc. 

Lit. Ltx&mtoZW&^Mzmfr L , ISfnMK 
*aw-hy^A#*»L ma-$Mfc<nMT*m$ Ltz . if 




asm. j)v-?)v^K*ry ■. siif/N 2 : 1 > -cts! 

LT. 0. 18g«gif^#t„ mfe^Btt^ 

[0 156] 1 H — NMR (CDCI3) Jppm: 2. 
30 (s, 3H). 2. 40-2. 4 8 (m. 2H). 
2. 91 <t x 2H). 5. 73 (t. 1HK 6. 6 
4 — 6. 85 (m, 6H) . 7. 04-7. 10 (m. 
1H) . 

ixrcom. i-58 ^zn&ttamttitt&te&m 

( HSfeM 1-220) ifr'-frjft Lfc . 

[0 157] 

[fil] 





(22) B2 001-89412 (P2 0 0 l-8Bgfli 



**«5 



nmrns 



XltflB 




[0 159] 



C*3] 



(23) B2 001-89412 (P2001-8:A) 



Slit A 9 



CI 



CI- 






Id. 




St*#M 1 




nmm\ 2 




[0 160] 



m4i 



(24) 82 001-89412 (P2001-8A) 



mmm\ 3 



XJMH 4 




[0161] 
[*5] 



(25) B2 001-89412 (P20 0 1-8IWK 



mmm i a 




[0162] 
[|S6] 



(2 6) 12 001-89412 (P2001-8)A) 



8 





[0 163] 
[*7 3 



(27) 32 001-89412 (P2001-8A) 



Jt*«2 2 



Sli0i 2 4 




[0 164] 
[*8 3 



(28) B2 001-89412 (P20 0 1-8uA) 




[*93 



(29) B2 001-89412 (P2 0 0 1-88* 



nmrnzz ci 

CI 



mmmz 9 

o 






[0 166] 



[110] 




4 




3t*«3 5 




[0 167] 



imi i] 



(31) B2 001-89412 (P2001 



-8A) 




(32) B2 001-89412 (P2001-8Si 





[0 169] 



[3113] 



(33) 001-89412 (P20 0 1-8Bt« 




[*14] 



(34) B2 001-89412 (P2 0 0 1-82A) 




(35) 32 001-89412 (P20 0 1-8^ 




[0 172] 



[il6] 



(36) B2 001-89412 (P2 0 0 1-8&R 




73] 



[^17] 



(37) 12 001-89412 (P2001-8A) 



*ft«6 0 



mmme i 



**«8 3 




CO 1 74] 
C*18] 



(38) B2 001-8941 2 (P2001-8A) 




[0 17 5] 
[IS1 9] 




**W6 7 






[0 176] 



[12 0] 



(39) B2 001-8941 2 (P2 0 0 1-88* 



**«7 1 



**W7 3 



**«7 4 




«2 1] 



(40) S2 001-89412 (P2001-8A1 




HUH 7 7 




mmmj 8 




[0 1 78] 



[^22] 



(41) 32 001-89412 (P2 0 0 1-8$A) 




[0 179] 



Ii2 3] 



(42) B2 001-89412 (P2 0 0 l~8«i 



91*918 3 



sitae 4 



**«8 5 




[0 180] 



1*2 4] 



(43) B200 1-894 1 2 (P200 1-8 « 



3fc*fl8 7 



**«8 8 





(44) 3200 1-894 1 2 (P2001-8hA) 

I 



ailft9 1 



*mma 2 



mmmo 3 



mmms 4 




[0 182] 



[182 6] 



(46) B2 001-89412 (P2 0 0 l-8kA) 




[S28] 



(47) 32 001-89412 (P2001-8A) 



**« 1 0 3 



XttM 1 0 4 



mmm 1 o 6 




[0 185] 



[352 9 3 



(48) B2 001-89412 (P20 0 1-8BH 



mmm i o 7 




mmm 1 0 8 





tO 1 86] 



[*3 0] 



(49) B2 001-89412 (P2 0 0 1-87f1R 



F 



SIMM f 1 





[H3 1] 




[0 188] 



[*32] 



(51) g2 001-89412 (P20 0 1-8 M, « 




[0 189] 



[fg3 3] 



(52) 32 001-89412 (P20 0 1-8rA) 



JtttWI 2 3 



mnm 1 2 4 



nmm\ 2 5 



sunt 2 6 




[0 190] 



[«34] 



(53) 32 001-89412 (P20 0 1-8g»| 



nmn i 2 1 



mmm 1 2 8 



wmm 1 2 9 



3 0 




[0191] 



[*3 5] 



(54) B2 001-8941 2 (P20 0 1-8/A) 





o 



mmm \ 3 3 




mum 1 3 4 




[0 192] 



[S3 6] 



(55) B2 001-89412 (P2001-8rl 




mnm i 3 s 





o 



mtn 1 4 0 




[0 194] 



[H38] 



(56) B2001-89412 (P2001-8 M 



o 



4 1 




mum 1 4 2 






(57) B2 001-89412 <P20 0 1-83I« 



**« 1 4 S 



StfcM 1 4 6 



mmm 1 4 7 



mmm 1 4 8 




[0 19 6] [*4 0] 



(58) 82 001-89412 (P20 0 1-84* 




mnm 1 s 2 



* 1 



[0 197] 




[1^4 1] 



(59) B2 001-89412 (P20 0 1-8JWI 





[0 199] 



[14 3] 



(60) B2 001-8941 2 (P20 0 1-80A) 



SttW 1 5 9 



mmm 1 6 o 



mrnm 1 s i 



mmm 1 6 z 




[0200] 



[ft4 4] 



(61) 12 001-89412 < P 2 0 0 1 -8&Si« 



nmm i e 3 



nnm 1 e 4 



mmm 1 « 5 




o 



[020 1] [«4 5] 



(62) %2 001 - 89412 (P2001 -8LA) 



ft*M 1 6 7 





JCttffM 8 9 
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[0215] ±M^t^CO^mt NMR£ tz\$~?X 

mmmi 
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y-3-J)]s\ -3, 4, 5-hU^hdf^<yXT5 

3, 4, 5-hU^h^^&#K 440mgO N. 
N - *SX 1-)Vfc>V2± T 5. H 5 m L fcMEfcjjcifrT 3 - T 
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i jfr°> 



1 H — NMR (CDC1 3 ) 5 P pm: 1. 32 (s, 9 
H) , 3. 89 (s, 9H), 6. 91 (d, 1H, J = 



8. 9 Hz) 

7. 37-7. 
1H) , 8. 

8. 9 Hz) 

z). 

[0216] mm>imz£ K>mt 
us. 

mmm 2 

1 H — NMR (CDC 1 3 ) S PP m : 1.33 (s, 9H), 3. 



7. 02 - 7. 07 (m, 4H) , 
41 (m, 2H) , 7. 99 (brs, 
1 7 ( dd, 1 H, J = 2. 6 Hz, 
8. 25 (d, 1H, J = 2. 6H 



2—870 
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04 (s, 6H), 6.69 (d, 2H, J = 8.9 Hz), 6.88-6.91 
(a, 1H), 7.03-7.06 (a, 2H), 7.34-7.40 (a, 2H),7.76 
-7.79 (m, 3H), 8.21-8.25 (m, 2H). 

mmm 3 

1 H-NMR (CDC 1 3 ) dwm : 1.32 (s, 9H), 3. 
77(s, 2H), 6.86 (d, 1H, J = 8.9 Hz), 7.00-7.03 (a 
,2H), 7.24-7.40 (a, 7H), 7.99 (dd, 1H, J = 3.0 H 
z, 8.9 Hz), 8.08 (d. 1H, J = 3.0 Hz), 8.53 (brs, 1 
H). 

mmmA 

1 H-NMR (CDC1 3 ) 5-ppm : 1.28 (s, 9H), 6. 
83 (d, 1H, J = 8.9 Hz), 6.92-6.97 (a, 2H), 7.29-7. 
34 (a, 2H), 7.43 (d, 1H, J = 8.2 Hz), 7.61-7.65 
(m, 1H), 7.90 (d, 1H, J = 2.3 Hz), 8.06-8.10 ( m, 
1H), 8.17 (d, 1H,J = 2.6 Hz), 8.82 (brs, 1H). 

mmm 5 

1 H-NMR (CDC 1 3 ) 5ppm: 1.92-2.00 (m, 2 
H), 2.20 (s, 3H), 2.53-2.59 (m, 2H), 2.75-2.81 (a, 

2H), 2.91 (s, 6H), 6.64 (d, 2H, J = 8.9 Hz), 6. 78 
( d, 1H, J = 8.2 Hz), 6.87-6.96 (m, 2H), 7.10 (d, 
2H, J = 8.9 Hz), 7. 51 (brs, 1H), 7.67-7.70 (m, 1H), 

8.56 (dd, 1H, J = 1.6 Hz, 7.9 Hz). 

mmm 6 

1 H-NMR (CDC 1 3 ) Sppm : 1.98-2.09 (m, 2 
H), 2.25 (s, 3H), 2.70-2.75 (a, 2H), 2.86 (t, 2H, 
J = 7.6 Hz), 3.89 (s, 9H), 6.65 (d, 1H, J = 8.2 H 
z), 6.88 (d, 1H, J = 8.9 Hz), 6.99 (d, 1H, J = 7.9 
Hz), 7.07 (s, 2H), 7.94 (brs, 1H), 8.13-8.17 (m, 
1H), 8.21 (d, 1H, J = 2.6 Hz). 

1 H-NMR (CDC 1 3) Sppm : 1.34 (s, 9H) , 3. 
93 (s, 3H), 3.94 (s, 3H), 6.89 (d, 1H, J = 8.2 H 
z), 6.% (d, 1H, J = 8.9 Hz), 7.38-7.52 ( a, 6H), 
7.93 (brs, 1H), 8.07 (dd, 1H, J = 2.6 Hz, 8.6 Hz), 
8.49 (d, 1H, J =2.6 Hz). 

mmm a 

'H-NMR (CDC 1 3 ) 5-ppm: 1.34 (s, 9H) , 6. 
95 ( d, 1H), 7.42-7.52(a, 4H). 7.56 (d, 1H), 7.67- 
7.71- (a, 1H), 7.90 (brs, 1H), 7.% (d, 1H), 8.01- 
8.05 (a, 1H), 8.48 (d, 1H). 
MMM9 

1 H-NMR (CDC 1 3 ) 5ppm : 2.01-2.12 ( a, 2 
H), 2.27 (s, 3H), 2.72(t, 2H, J = 7.6 Hz), 2.86-2. 
91 (a, 2H), 6.90 (d, 1H, J = 7.9 Hz), 7.00-7.06 
(m, 2H), 7.57 (d, 1H, J = 8.2 Hz), 7.70-7.73 (a, 1 
H), 7.85-7.87 (a, 1H), 8.01 (d, 1H, J = 1.9 Hz), 
8.52 (brs, 1H), 8.80-8.83 (a, 1H). 

mmm 1 o 

1 H-NMR (CDC 1 3 ) dppm : 1.33 (s, 9H) , 6. 
91-6.97 (a, 2H), 6.99-7.05 (a, 2H), 7.32-7.38 (m, 



2H), 7.57-7.67 (a, 3H), 7.69 (dd, 1H, J = 2.0 Hz, 
8.2 Hz), 7.78 (brs, 1H), 7.% (d, 1H, J = 2.0 Hz). 

mmmi 1 

1 H-NMR (CDC 1 3 ) (5-ppm: 1.31 (s, 9H), 7. 
25-7.35 (a, 6H) , 7.52-7.56 (a, 3H), 7.64-7.68 (m, 
1H), 7.88 (brs, 1H), 7.92-7.93 (a, 1H). 

mmmi 2 

'H-NMR (CDC 1 3 ) 5-ppm : 6.99-7.03 (a, 2 
H), 7.27 (d, 1H, J = 2.6 Hz), 7.45 (d, 1H, J = 8.6 
Hz), 7.57 (d, 1H, J = 8.2 Hz), 7.68-7.72 (b,1H), 
7.88 (brs, 1H), 7.97 (d, 1H, J = 2.0 Hz), 8.19-8.2 
5 (a, 2H). 

mmmi 1 3 

'H-NMR (CDC 1 3 ) 5 PP m : 1.36 (s, 9H), 6. 
98-7.03 (a, 2H), 7.27(d, 1H, J = 2.6 Hz), 7.44 (d, 

1H, J = 8.9 Hz), 7.50-7.53 (a, 2H), 7.80-7.83 (a, 

2H), 8.23-8.31 (m, 2H). 

mmm 14 

'H-NMR (CDC 1 3 ) Jppm: 1.33 (s, 9H), 6. 
82 (dd, 1H, J = 4.3 Hz, 7.6 Hz), 7.23-7.26 (m, 1 
H), 7.37-7.48 (a, 5H), 7.78-7.87 (a, 3H), 8.08(a, 
1H), 8.40 (dd, 1H, J = 1.3 Hz, 4.6 Hz), 10.50 (br 
s, 1H). 

mmm 1 5 

'H-NMR (CDC 1 3 ) 5-ppm : 6.81-6.86 (m, 1 
H), 7.26-7.29 (m, 1H) ,7.38-7.48 (a, 3H), 7.81-7.87 
(m, 4H), 8.08 (brs, 1H), 8.41-8.44 (a, 1H), 10.40 
(brs, 1H). 

mmm 1 6 

'H-NMR (CDC 1 3 ) 5-ppm : 1.38 (s, 9H), 7. 
15-7.26 (m, 3H), 7.39(d, 1H, J = 8.6 Hz), 7.47-7.5 
3 (a, 3H), 7.93 (d, 1H, J = 2.3 Hz), 8.28-8.30 (a, 
1H), 8.67-8.70 (m, 1H), 9.89 (brs, 1H). 

mmm 1 7 

'H-NMR (CDC 13) 5 PP m : 1.32 (s, 9H), 1. 
37 (s, 9H), 7.14-7.216(a, 3H), 7.35-7.39 (m, 2H), 
7.47-7.51 (a, 2H), 7.57-7.60 (a, 2H), 8.25-8.25 
(m,lH), 8.69-8.73 (m, 1H), 9.80 (brs, 1H). 

mmm 1 s 

'H-NMR (CDC 1 3 ) 5ppm : 2.92 (s, 6H), 6. 

39-6.43 (a, 2H) , 6.51-6.55 (a, 1H), 6.89 (d, 1H, J 
= 8.9 Hz), 7.17-7.23 (a, 1H), 7.53 (d, 1H,J = 8.6 
Hz), 7.67-7.71 (a, 1H), 7.97 (d, 1H, J = 2.0 Hz), 
8.11-8.15 (a,2H), 8.23 (d, 1H, J = 2.6 Hz). 

mmmi 9 

'H-NMR (CDC 1 3 ) 5ppm : 1.35 (s, 9H), 2. 
94 (s, 6H), 6.42-6.48(m, 2H), 6.53-6.57 (m, 1H), 
6.90 (d, 1H, J = 8.6 Hz), 7.19-7.25 (m, 1H),7.48- 
7.51 (m, 2H), 7.82-7.93 (a. 2H), 7.89 (brs, 1H), 
8.19-8.25 (a, 2H). 
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mmm 2 0 

1 H-NMR (CDC 1 3 ) Sppm: 1.32 (s, 9H), 6. 
54 (brs, 1H), 6.89 (d,lH, J = 8.9 Hz), 7.22-7.26 
(m, 2H), 7.34-7.38 (m, 2H), 7.57 (d, 1H, J =8.6 H 
z), 7.68-7.72 (m, 2H), 7.88-7.92 (m, 1H), 7.97 (d, 

1H, J = 2.6 Hz), 8.25 (d, 1H, J = 2.6 Hz). 

mmm 21 

'H-NMR (CDC 1 3 ) dp P m : 1.32 (s, 9H), 1. 
35 (s, 9H), 6.51 (brs.lH), 6.90 (d, 1H, J = 8.9 H 
z), 7.22-7.25 (m, 2H), 7.33-7.37 (m, 2H), 7.49-7.5 

2 (m, 2H), 7.70 (brs, 1H), 7.80-7.83 (m, 2H), 7.97 
(dd, 1H, J = 2.6 Hz, 8.9 Hz), 8.25 (d, 1H, J = 2. 

6 Hz). 

mmm 2 2 

1 H-NMR (CDC 1 3) Jppm : 1.35 (s, 9H), 7. 
05-7.14 (m, 3H), 7.46(d, 2H), 7.58 (d, 1H), 7.71 
(dd, 1H), 7.90 (dd, 1H), 8.02 (d, 1H), 8.48(brs, 1 
H), 8.84 (dd, 1H). 

mmm 2 3 

1 H-NMR (CDC 1 3 ) 5-ppm : 1.30 (s, 9H) , 1. 
34 (s, 18H), 7. 05-7. 13 (m, 3H), 7.44 (d, 2H), 7.64 
(t, 1H), 7.71 (d, 2H), 7.89 (dd, 1H), 8.52(brs, 1 
H), 8.89 (dd, 1H). 

mmm 2 4 

1 H-NMR (CDC 1 3 ) a P P m : 2.67-2.71 (m, 2 
H), 2.93-2.97 (m, 2H) ,7.09-7.14 (m, 1H), 7.42-7.49 
(m, 2H), 7.61 (d, 1H), 7.70-7.76 (m, 2H), 7.85 (d 
d, 1H), 8.03 (d, 1H), 8.44 (brs, 1H), 8.87 (d, 1 
H). 

mmm 2 5 

'H-NMR (CDC 1 3 ) 5-ppm : 1.37 (s, 18H), 
2.67-2.72 (m, 2H), 2.96-3.01 (m, 2H), 7.10-7.15 
(m, 1H), 7.45-7.48 (m,2H), 7.65-7.73 (ra, 4H), 7.84 
(dd, 1H), 8.50 (brs, 1H), 8.92 (dd, 1H). 

mmm 2 6 

1 H-NMR (CDC 1 3 ) Sppm : 2.66-2.70 (m, 2 
H), 2.96-3.00 (m, 2H),3.06 (s, 6H), 6.71 (d, 2H), 
7.03 (d, 1H), 7.36-7.43 (m, 2H), 7.63 (d, 1H), 7.6 
8 (brs, 1H), 7.78 (d, 2H), 8.19 (d, 1H). 8.30 (dd, 
1H). 

mmm 2 7 

'H-NMR (CDC 1 3 ) <5- P pm : 2. 60-2. 64 (m, 2 
H), 2.84-2.86 (m, 2H),3.84 (s, 6H), 7.10 (d, 1H),- 
7.17 (d, 1H), 7.44-7.65 (m, 5H), 8.23 (dd, 1H), 8. 
49 (d, 1H), 10.28 (brs, 1H). 

mmm 2 8 

'H-NMR (CDC 1 3 ) dppm :2.58 (s, 3H), 6. 
99-7.02 (m, 2H), 7.19-7.22 (m, 1H), 7.42 (t, 1H, J 
= 7.9 Hz), 7.51-7.54 (m, 2H), 7.58-7.61 (m,2H), 
7.66-7.71 (m, 2H), 7.% (d, 1H, J = 2.0 Hz), 8.14 



(brs, 1H). 

mmm 2 9 

i H-NMR (CDC1 3 ) Sppm :2.57 (s, 3H), 7. 
01-7.05 (m, 2H), 7.18-7.22 (m, 1H), 7.39-7.45 (m, 
1H), 7.48-7.57 (m, 4H), 7.62-7.68 (m, 3H), 7.86 ? 
7.89 (m, 2H), 7.95 (brs, 1H). 

mmm 30 

1 H-NMR (CDC 1 3 ) a PP m : 2.12-2.17 (m, 2 
H), 2.64 (t, 2H), 2.96(t, 2H), 6.98-7.07 (m, 3H), 
7.33-7.41 (m, 3H), 7.61 (brs, 1H), 8.07 (d,lH), 8. 
28 (d, 1H), 8.45 (dd, 1H). 

mmm 3 1 

'H-NMR (DMSO-d 6 ) a P P m : 2.63-2.66 (m, 2H), 
2.83-2.86 (m, 2H), 3.74 (s, 3H), 3.75 (s, 3H), 6. 

93(d, 1H), 7.29 (d, 2H), 7.43 (brs, 1H), 7.52-7.59 
(nt, 3H), 8.40 (dd, 1H), 8.67 (brs, 1H), 10.18 (br 

s, 1H). 

mmm3 2 

'H-NMR (CDC 1 3 ) Sppm : 2.08-2.17 (m, 2 
H), 2.64-2.68 (m, 2H),2.91-2.95 (m, 2H), 6.91-6.97 

(m, 2H), 7.10 (d, 1H, J = 8.0 Hz), 7.24-7.30 (m, 
1H), 7.54 (d, 1H, J = 8.2 Hz), 7.57-7.60 (m, 2H), 
7.68-7.72 (m, 1H), 7.85(d, 1H, J = 7.6 Hz), 7.96 
(d, 1H, J = 2.0 Hz), 8.05 (brs, 1H) . 

mmm 3 3 

'H-NMR (CDC 1 3 ) Sppm : 2.09-2.18 (m, 2 
H), 2.64-2.69 (m, 2H) .2.92-2.96 (m, 2H), 6.94-6.98 
(m, 2H), 7.09-7.11 (m, 1H), 7.25-7.31 (m, 1H), 7. 
47-7.62 (m, 5H) , 7.80 (brs, 1H), 7.84-7.89 (m, 3 
H). 

mmm 3 4 

1 H-NMR (CDC1 3 ) #ppm : 2.69-2.73 (m, 2H), 

3.04- 3.09 (m, 2H) , 7.02-7.05 (m, 2H), 7.11 (d, 1H, 
J = 7.9 Hz), 7.31-7.37 (m, 1H), 7.54 (d, 1H,J = 8. 
9 Hz), 7.59-7.64 (m, 3H), 7.69-7.73 (m, 1H), 7.88 
(brs, 1H), 7.98(d, 1H,J = 1.6 Hz). 

mmm 3 5 

1 H-NMR (CDC1 3 ) 5ppm : 2.64-2.73 (m. 2H), 

3.05- 3.09 (m, 2H), 7.02-7.06 (m, 2H), 7.09-7.12 
(m, 1H), 7.31-7.36 (m, 1H), 7.47-7.57 (m, 4H),7.60 
-7.66 (m, 2H), 7.83 (m, 1H), 7.86-7.89 (m, 2H). 

mmm 3 e 

'H-NMR (CDC1 3 ) d P P m : 2.70-2.74 (m, 2H), 
3.13-3.15 (n, 2H), 3.93(s, 6H), 6.87-6.90 (m, 1H), 
6.96-7.00 (m, 1H), 7.36-7.40 (m, 1H), 7.42-7.44 
(m, 2H), 7.48-7.50 (m, 2H), 8.14 (brs, 1H), 8.23- 
8.25 (m, 2H). 

mmm 3 1 

'H-NMR (CDC1 3 ) Sp P m:2.33 (s, 6H), 2.72- 
2.76 (m, 2H), 3.12-3. 16(m, 2H), 7.00 (d, 1H, J = 
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8.9 Hz), 7.23-7.26 (m, 1H), 7.37-7.41 (m, 1H), 7.4 
7-7.52 (m, 2H), 7.58-7.61 (m, 1H), 7.66 (m, 1H), 
7.84 (brs, 1H), 8.22-8.23 (m, 1H), 8.26-8.30 (m, 1 
H). 

1 H-NMR (DMSO-de) 8 p pm : 2.00-2.02 (m, 2H), 
2.27 (s, 3H), 2.39 (s, 3H), 2.58-2.68 (m, 2H), 2. 
84-2.90 On, 2H) , 7.10 (d, 1H), 7.44 (brs, 1H), 7.8 
3 (d, 1H), 7.94 (dd, 1H), 8.18-8.22 (m, 2H), 8.39 
(d, 1H), 10.53 (brs, 1H). 
mffiM3 9 

1 H-NMR (DMSO-ds ) Jppm: 1.97 -2.27 On, 2 
H), 2.27 (s, 3H), 2.39 (s, 3H), 2.52-2.58 (m, 2H), 
2.84-2.90 (m, 2H) , 7.10 (d, 1H), 7.44 (brs, 1H), 
7.59-7.69 (m, 1H), 7.84-7.88 (m, 1H), 7.98-8.06 
(m, 1H), 8.19 (dd, 1H), 8.38 (d, 1H), 10.44 (brs, 
1H). 

mffiffl4 0 

1 H-NMR (DMSO-dg) 8 p pm : 2.68-2.72 (m, 2H), 
3.09-3.13 (m, 2H), 7.16 (d, 1H, J = 8.9 Hz), 7.29 
(d, 1H, J = 2.0 Hz), 7.44-7.48 (m, 1H), 7.50 (d, 

1H, J = 8.6 Hz), 7.64 (d, 1H, J = 8.3 Hz), 8.21-8. 

29 (m, 2H), 8.48(d, 1H, J = 2.3 Hz), 8.64 (d, 1H, 

J = 2.0 Hz), 10.73 (s, 1H). 

mmM4 1 

1 H-NMR (DMS0-d 6 ) 8 p p m : 2.71-2.76 (m, 2H), 
3.11-3.16 (m, 2H), 3.68 (s, 2H), 6.92-6.95 (m, 1 
H), 7.17-7.21 (m, 1H), 7.34-7.38 (m, 2H), 7.41-7.5 
1 (m, 4H), 8.06-8.10 (m. 2H) . 
2 

1 H-NMR (CDC1 3 ) 8 p p m : 2.71-2.76 (m, 2H), 
3.12-3.17 (m, 2H), 3.96(s, 3H), 7.00-7.04 (m, 1H), 
7.37-7.41 (m, 1H), 7.46 (d, 1H, J = 2.3 Hz), 7.51 
(d, 1H, J = 8.6 Hz), 7.93-7.97 (m, 2H), 8.12-8.16 
(m, 3H), 8.26-8.30 (m, 2H). 

mmmu 3 

1 H-NMR (DMS0-d 6 ) 5ppm:2.58 (s, 3H), 7.19 
-7.25 (m, 3H), 7.79-7.84 (m. 1H), 7.99-8.03 (m, 3 
H), 8.27-8.32 (m, 3H), 8.58 (d, 1H), 10.70 (s, 1 
H). 

1 H-NMR (CDCI3) Jppm : 2.10-2.15 (m, 2H), 
2.49 (s, 3H), 2. 90-2. 95 On, 4H), 6.95-7.01 (m, 2H), 
7.67 (brs, 1H) , 7.74 (d, 2H), 7.99 (d, 2H),8.07 
(brs, 1H), 8.21 (dd, 1H), 8.27 (d, 1H). 
mffiM4 5 

1 H-NMR (DMS0-d 6 ) 8 p p m : 2.04-2.09 (m, 2H), 
2.41 (s, 3H), 2.87-2.93 (m, 4H), 7.02 (s, 1H), 7. 
12 (d, 1H), 7.63 (brs, 1H), 7.83 (d, 1H), 7.94 (d 
d, 1H), 8.19 (d, 1H), 8.22 (d, 1H), 8.43 (d, 1H), 



10.53 (s, 1H). 

mmm4 6 

1 H-NMR (DMS0-d 6 ) 5 PP m:2.58 (s, 3H) , 7.18 
-7.24 (m, 3H), 7.74-7.89 (m, 4H), 8.02 (d, 2H), 8. 
24 (dd, 1H), 8.50 (d, 1H), 10.83 (brs, 1H). 
mffiM4 7 

1 H-NMR (CDCI3) &ppm : 1.43 (d, 3H, J = 6.9 
Hz), 2.20-2.28 (m, 1H), 2.83-2.92 (m, 1H), 3.45- 

3.49 (m, 1H), 6.93 (d, 1H, J = 9.0 Hz), 7.04(d, 1 

H, J = 7.9 Hz), 7.36 (d, 1H, J = 7.6 Hz), 7.51 (d, 
1H, J = 9.0 Hz), 7.62-7.68 (m, 1H), 7.74-7.78 (m, 

1H), 7.99-8.04 (m, 2H), 8.21 (d, 1H, J= 2.6 Hz), 

8.59 (brs, 1H). 

mmm4 8 

1 H — NMR (CDCI3 ) <5"ppm:2.13 (s, 3H) , 2.33 
(s, 3H), 6.87-6.94 (m,2H), 7.02-7.05 (m, 1H), 7.07 
(m, 1H), 7.56 (d, 1H, J = 8.3 Hz), 7.68-7.71 (m, 
1H), 7.84 (brs, 1H), 7.97 (d, 1H, J = 2.3 Hz), 8.1 
2-8.17 (m, 1H),8.19 (d, 1H, J = 2.3 Hz). 

mm\4 9 

1 H — NMR (CDCI3 ) <3-p P m:2.13 (s, 3H), 2.33 
(s, 3H), 6.89-6.95 (m,2H), 7.02-7.05 (m, 1H), 7.08 
(brs, 1H), 7.74-7.77 On, 2H), 7.88 (brs, 1H), 7.9 
7-8.00 On, 2H), 8.17-8.21 (m, 2H). 

1 H — NMR (CDC1 3 ) <?ppm:2.36 (s, 3H), 2.66- 
2.70 On, 2H), 2.96-3.00(m, 2H), 6.94 (s, 1H), 7.35 
-7.38 On, 1H), 7.41-7.47 On, 1H), 7.53 (brs.lH), 
7.66 (d, 1H, J = 8.3 Hz), 7.63-7.67 (m, 1H), 7.71- 
7.75 On, 1H), 8.00 (d, 1H, J = 2.0 Hz), 8.26 (s, 1 
H). 

HSiM5 1 

1 H-NMR (CDCI3) £ppm:2.37 (s, 3H) , 2.65- 
2.70 (m, 2H), 2.96-3.00(m, 2H), 6.94 (s, 1H), 7.36 

(dd, 1H, J = 1.0 Hz, 7.9 Hz), 7.41-7.47 (m.lH), 
7.64 (dd, 1H, J = 1.0 Hz, 7.3 Hz), 7.70 (brs, 1H), 

7.76-7.79 (m,2H), 8.01-8.04 (m, 2H), 8.29 (s, 1 
H). 

mmM5 2 

1 H — NMR (CDClg) Sppm:2.11 (s, 3H) , 2.79 
(s, 4H), 7.00-7.06 (m,3H), 7.24 (d, 2H), 7.84 (d, 
1H), 7.95 (dd, 1H), 8.18 (dd, 1H), 8.22 (d,lH), 8. 
47 (d, 1H), 10.55 (s, 1H). 
HJ&SM5 3 

1 H — NMR (DMS0-d 6 ) <5-p P m:2.11 (s, 3H) , 2.79 
(s, 4H), 7.00-7.06 On, 3H), 7.24 (dd, 2H), 7.93 
(d, 2H), 8.15-8.23 (a, 3H), 8.50 (d, 1H), 10.62 
(s, 1H). 
Mfflffl 5 4 

1 H — NMR (DMS0-d 6 ) appm : 2.11 (s, 3H) , 2.39 
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(s, 3H), 2.79 (s, 4H>, 6.99-7.03 («, 3H), 7.23 
(d, 2H), 7.35 (d, 2H), 7.88 (d, 2H), 8.20 (dd.lH), 
8.48 (d, 1H), 10.31 (s, 1H). 

mmm 55 

1 H — NMR (DMSO-dg) S PP m:2.98 (s, 3H), 2.81 
(s, 4H), 7.09 (dd, 2H), 7.14 (d, 1H), 7.28 <dd, 2 
H), 7.63 (d, 1H), 7.72 (dd, 1H), 8.12 (d, 1H), 8.3 
4 (dd, 1H), 8.69 (d, 1H), 10.54 (s, 1H). 

1 H — NMR (DMSO-dg) # P pm:2.12 (s, 3H), 2.81 
(s, 4H), 7.09 (dd, 2H), 7.15 (d, 1H), 7.28 (dd, 2 

H), 7.74 (d, 2H), 7.98 (d, 2H), 8.36 (dd, 1H), 8.7 

2 (d, 1H), 10.62 (s, 1H). 

mmm 5 7 

1 H — NMR (CDC1 3 ) 5-ppm : 1.22 (t, 3H, J = 7.6 
Hz), 2.29 (s, 3H), 2.57-2.66 (m, 2H), 6.88-6.94 
(m, 3H), 7.15-7.18 (m, 1H), 7.57 (d, 1H, J =8.3 H 
z), 7.68-7.72 (m, 1H), 7.83 (brs, 1H), 7.97 (d, 1 
H, J = 2.3 Hz), 8.13-8.18 (m, 1H), 8.23 (d, 1H, J 
= 2.3 Hz). 
MMffl S 8 

1 H — NMR (CDCI3) Sppm : 1.22 (t, 3H, J = 7.6 
Hz), 2.29 (s, 3H), 2.61 (q, 2H, J = 7.6 Hz), 6.87 
-6.95 (m, 3H), 7.15-7.18 (m, 1H), 7.73-7.77(m, 2 
H), 7.95 (brs, 1H), 7.97-8.00 (m, 2H), 8.16-8.21 
(m, 1H), 8.25 (d,lH, J = 2.3 Hz). 

mmm5 9 

1 H — NMR (CDCI3) S P pm:2.34 (s, 3H), 2.60 
(s, 3H), 6.91 (s, 1H), 7. 17-7. 22 (m, 3H), 7.58 (d, 
1H), 7.72-7.75 (m, 2H), 7.98-8.03 (m, 3H), 8.31 
(s, 1H). 
MMM 6 0 

1 H — NMR (CDCI3 ) <5- PP m:2.36 (s, 3H), 2.60 
(s, 3H), 6.92 (s, 1H), 7.19-7.23 (m, 2H), 7.74 (br 
s, 1H), 7.76-7.79 (m, 2H), 7.98-8.04 (m, 4H),8.37 
(s, 1H). 

mmme i 

1 H — NMR (CDCI3) Sppm : 6.92-6.95 (m, 1H), 
7.11-7.14 (m, 2H), 7.16-7.22 (m, 1H), 7.36-7.42 
(m, 2H), 7.45-7.59 (m, 3H), 7.85-7.88 (m, 2H),7.95 
(brs, 1H), 8.21-8.25 (m, 2H). 

mmme 2 

1 H — NMR (CDCI3) 5-p P m:2.09 (s, 3H), 2.29 
(s, 3H), 2.32 (s, 3H),6.75 (s, 1H), 6.88-6.91 (m, 
1H), 7.03-7.06 (m, 1H), 7.10-7.16 (m, 1H), 7.56-7. 
59 (m, 2H), 7.69-7.73 (m, 1H), 7.99 (d, 1H, J = 2 
Hz), 8.22 (s, 1H). 

mmme 3 

1 H — NMR (CDCI3) <5-ppm:2.09 (s, 3H), 2.30 
(s, 3H), 2.32 (s, 3H),6.76 (s, 1H), 6.88-6.91 (m, 



1H), 7.03-7.06 (m, 1H), 7.10-7.16 (m, 1H), 7.66 (b 
rs, 1H), 7.75-7.78 (m, 2H), 7.99-8.02 (m, 2H), 8.2 

6 (s, 1H). 

mmme 4 

1 H — NMR (CDCI3) a-ppm:2.01 (s, 3H), 2.75- 
2.83 (m, 4H), 6.90 (d,lH), 7.02 (dd, 1H), 7.15-7.2 
9 (m, 3H), 7.55 (d, 1H), 7.71 (dd, 1H), 7.97(d, 1 
H), 8.15 (dd, 2H), 8.24 (d, 1H). 

mmme 5 

1 H — NMR (DMS0-d 6 ) <?p P m:2.05 (s, 3H), 2.65 
-2.74 (m, 4H), 7.00-7.09 (m, 2H), 7.13-7.34 (m, 3 
H), 7.93 (d, 2H), 8.16 (d, 2H). 8.22 (dd, 1H), 8.4 

7 (d, 1H), 10.62 (s, 1H). 

mmme e 

1 H — NMR (DMS0-d 6 ) 5 PP m : 2.62-2.67 (m, 2H), 
2.85-2.89 (m, 2H), 7.20 (d, 1H), 7.42-7.54 (m, 3 

H), 7.73-7.88 (m, 4H), 8.21 (d, 1H), 8.39 (d,lH), 
10.78 (s, 1H). 

mmme 7 

1 H — NMR (DMS0-d 6 ) Sppm : 2.63-2.67 (m, 2H), 
2.85-2.89 (m, 2H), 7.21 (d, 1H), 7.44-7.55 (m, 3 

H), 7.78-7.84 (m, 1H), 7.99 (d, 1H), 8.25-8.31 (m, 
3H), 8.50 (d, 1H), 10.66 (s, 1H). 

mmme 8 

1 H— NMR (CDC1 3 ) 5 PP m:2.58 (s, 3H) , 6.97- 
7.03 (m, 2H), 7.07-7. 12(m, 2H), 7.57 (d, 1H, J = 
8.6 Hz), 7.64-7.67 (m, 2H), 7.70-7.73 (m, 1H), 7.9 
1-7.98 (m, 4H). 

mmme 9 

1 H — NMR (CDC1 S ) S P pm:2.58 (s, 3H), 6.97- 
7.03 (m, 2H), 7.09-7.13(m, 2H), 7.66-7.70 (m, 2H), 

7.76- 7.79 (m, 2H),7.90 (brs, 1H), 7.92-7.98(m, 2 
H), 7.99-8.02 On, 2H). 

»fe#1J7 0 

1 H— NMR (CDCI3) 5 P pm:3.73 (s, 3H), 3.76 
(s, 3H), 6.64 (dd, 1H),6.79 (d, 1H), 6.95-7.01 (m, 
2H), 7.84 (d, 1H), 7.95 (dd, 1H), 8.16 (dd.lH), 
8.22 (d, 1H), 8.47 (d, 1H), 10.54 (brs, 1H). 

mmm7 1 

1 H — NMR (CDCI3) S PP m:2.60 (s, 3H), 7.07- 
7.10 (m, 2H), 7.11-7.16(m, 2H), 7.41-7.50 (m, 2H), 
7.83 (brs, 1H), 7.86-7.91 (m, 3H), 7.97-8.02 (m, 
2H). 

mmm7 2 

1 H — NMR (CDC1 3 ) 5 P pm:2.60 (s, 3H), 7.06- 
7.12 (m, 2H), 7.13-7.18(m, 2H), 7.62-7.66 (m, 2H), 

7.77- 7.80 (m, 2H), 7.89-7.94 (m, 3H), 7.97-8.03 
(m. 2H). 

mmm7 3 

1 H — NMR (CDCI3) 5ppm:2.24 (s, 6H), 6.82- 



(79) B2 001-89412 (P20 0 1-8BA) 



6.86 (m, 1H), 6.89-6.93(m, 2H), 7.13 (d, 1H, J = 
7.9 Hz), 7.55 (d, 1H, J = 8.2 Hz), 7. 67-7. 71 (m, 1 
H), 7.96-7.97 (a, 2H), 8.12-8.16 (a, 1H), 8.21 (d, 

1H, J = 2.6 Hz). 
HMM7 4 

1 H — NMR (CDC1 3 ) 5-ppm:2.24 (s, 6H), 6.82- 
6.86 (a, 1H), 6.89-6.93(m, 2H), 7.13 (d, 1H, J = 
7.9 Hz), 7.72-7.75 (m, 2H), 7.96-7.99 (a, 2H), 8.0 

2 (brs, 1H), 8.15-8.19 (m, 1H), 8.23 (d, 1H, J = 
2.3 Hz). 

mffiM7 5 

1 H — NMR (DMSO-ds) <5ppm:1.12 (s, 6H), 2.74 
(s, 2H), 7.19 (d, 1H), 7.47-7.57 (a, 3H), 7.85 
(d, 1H), 7.% (dd, 1H), 8.23-8.28 (a, 2H), 8.47 
(d, 1H), 10.59 (brs, 1H). 
HM0IJ7 6 

1 H — NMR (DMSO-de) d P pm:2.0 (s, 3H), 2.7 
(s, 4H), 6.9 (a, 2H), 7.0 (a, 2H), 7.3 (t, 1H), 7. 
8 (d, 1H), 7.9 (dd, 1H), 8.2 (a, 2H), 8.5 (d.lH), 
10.5 (s, 1H). 
m&M7 7 

1 H — NMR (CDCI3) Sppm : 2.64-2.68 (a, 2H), 
2.92-2.96 (m, 2H), 3.69(s, 2H), 6.98 (d, 1H, J = 
8.6 Hz), 7.18-7.21 (m, 2H), 7.31-7.33 (m, 1H), 7.3 
9-7.48 (m, 3H), 7.63 (d, 1H, J = 7.3 Hz), 8.06-8.1 
1 (a, 2H). 

mtm\7 8 

1 H — NMR (CDCI3) dppm : 2.63-2.67 (a, 2H), 
2.91-2.95 (m, 2H), 3.80(s, 2H), 6.97 (d, 1H, J = 
8.6 Hz), 7.29-7.33 (a, 1H), 7.38-7.48 (a, 4H), 7.6 
0-7.65 (m, 3H), 8.06-8.12 (m, 2H). 

mmm7 9 

1 H — N M R ( DMSO-dg ) dp P m: 2.64 (t, 2H), 2.86 
(t, 2H), 7.22 (d, 1H), 7.46-7.53 (m, 3H), 8.19-8. 
23 (a, 1H), 8.38 (d, 1H), 11.22 (s, 1H). 
HSS0IJ8O 

1 H — NMR (DMS0-d 6 ) dp pm: 2.27 (s, 6H), 2.64 
(t, 2H), 2.88 (t, 2H), 7.10-7.28 (m, 4H), 7.42-7. 

54 (a, 3H), 8.24 (dd, 1H), 8.44 (d, 1H), 10.55 (s, 
1H). 

mmms 1 

1 H — NMR (DMS0-d 6 ) dp pm : 2.64 (m, 2H), 2.86 
(a, 2H), 3.76 (s, 6H), 6.74 (d, 2H), 7.14 (d, 1 

H), 7.34-7.54 (a, 4H), 8.23 (dd, 1H), 8.43 (d,lH), 
10.42 (s, 1H). 

mmms 2 

1 H — NMR (CDCI3) dp P m:2.15 (s, 3H), 2.74- 
2.81 (a, 2H), 2.88-2.93(m, 2H), 6.95-6.98 (m, 3H), 
7.02 (d, 1H), 7.26-7.34 (m, 1H), 7.76 (d, 2H), 7. 
88 (brs, 1H), 8.00 (d, 2H), 8.21 (dd, 1H), 8.21 



(d, 1H). 
mffiM8 3 

1 H — NMR (DMS0-d 5 ) d P pm:2.61 (t. 2H), 2.83 
(t, 2H), 3.75 (s, 6H), 6.88 (d, 1H), 7.13 (d, 1 

H), 7.39-7.49 (m, 2H), 7.63 (d, 1H), 8.18 (dd.lH), 
8.36 (d, 1H), 10.59 (s, 1H). 

mmm8 4 

1 H — NMR (DMS0- d5 ) dppm:2.65 (t, 2H), 2.88 
(t, 2H), 3.83 (s, 6H), 7.20 (d, 1H), 7.42-7.56 

(a, 3H), 7.86 (s, 1H), 8.22 (dd, 1H), 8.39 (d.lH). 
10.83 (s, 1H). 

mimm 5 

1 H — NMR (CDC 1 3 ) 5-ppm: 2. 74 (m, 2 
H), 3. 05(m, 2H), 3, 38(s, 3H), 
4. 52 (s, 2H), 6. 99 (d, 1H, J = 9H 
z) , 7. 55 (m, 4H), 7. 80 (d, 1H, J 
= 7 H z ) , 8. 14 (s, 1H), 8. 20 (d, 1 

H, J = 8Hz) , 9. 25 (d, 1H, J = 9H 
z) , 9. 37 (s, 1H) . 10. 59 ( s, 1 
H) . 

1 H — NMR (DMS0-d 6 ) dppm : 2.62-2.67 (a, 2H), 
2.84-2.88 (a, 2H), 7.23 (d, 1H, J = 9 Hz), 7.46- 
7.53 (m, 4H), 8.24-8.28 (m, 1H), 8.41-8.49 (m, 2 
H), 8.74 (d, 1H, J = 2 Hz), 10.90 (s, 1H). 
mMM8 7 

1 H — NMR (CDC1 3 ) dppm: 2.00 (s, 3H), 6.83- 
6.90 (a, 3H), 6.92-6.96(a, 1H), 7.28-7.35 (a, 1H), 

7.47 (d, 1H, J = 8 Hz), 7.63-7.67 (a, 1H),7.91 
(d, 1H, J = 2 Hz), 8.05-8.10 (a, 1H), 8.22 (d, 1H, 

J = 3 Hz), 8.63(brs, 1H). 
mWM8 8 

^7;^n-Nl- [6- [ (2. 3-yhKo- 
2. 2-y7f 1 -^V - 1 H-^f yfy-4- 

(igi) 4- [ ( 5-r5y-2-eys/^) ^ 
^] -2. 2 -i/*^-)V- 1 -A yyyycomm. 

*^T. THFSOmlt^ffttb'J^ (6 0%) 

0. 2 0g. mmm2tmmtzLxmmLK4- i (5 
-rsy-2-tui>'^) -\ r Ayy;y 

I. oog. fcj;t;3-w?yimi zmiktot. m 

x-maiLfc. mm* 1 o%h*ijw«, 
xmm&m?kxim t » r- >; j±±.xm* 

V>= 1:1) T-WKLT. fife^fc LX. *HS^ 
m*0. 8 3g#£. 

iH-NMR(CDCl 3 ) ( ppa: 1.21 (s, 6 H), 2.83 (s, 
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2 H), 3.56 (brs, 2 H),6.83 (dd, 1 H), 7.13 (dd, 1 
H), 7.25 (dd, 1 H), 7.34-7.40 (m, 1 H), 7.57 (d, 1 

H), 7.68 (d, 1 H). 

OM2) ^^7Mn-Nl- [6 - [ (2. 3- 
ytFo-2, 2-y^f;P-l-^V-lH-^y 

isn«lU4- [ (5-7$y-2-eyy- 
/1-) jj^fi"] - 2, 2-y7f;Hi->fy^y>'0. 

3 2g£THFl Omltm. *i£~r\ ^^^7^ 
rtu-^y^ ;^nUHO. 13g, K^tN U xf/P 

rsyo. i3mi zmnK* m&x- i MfM, s 
mmzwm^iv-Q-m&Ltz* ?mmz 1 Niggt 

©fci^HsirO. 3 0sf#fc. 

[02 17] 1 H-NMR (CDC1 3 ) 5-ppm : 1.21 (s, 
6H), 2.82 (s, 2H), 7.06 (d, 1H) , 7. 35-7. 45 (m, 2 

H), 7.63-7.65 (m, 1H) . 7.85 (brs, 1H), 8.20 (d, 1 

H), 8.27 (dd, 1H). 

ot. mums 8 1 mmoirmzx vmmms 9- 1 1 

mffiM8 9 

3. 4-y?no-Nl- [2-((l-^V-2, 3- 
ybFn-lH — f yf>- A-AlV) is) t° V 5 is 

##M 4 T»jt L/i4-((5-TSyt°'JSS»-2- 
^W^yl^y^-l-^O. 20gSf N5t 
KO75yi0ml(»U *i£~r\ 3. 4~vy*n 

ooy^;^c?7-f HO. 21 g. ^^thyxf^ 

7svo. 1 3m i ^mt. m&Timmnnbfc. bc 
rnin.&m*&mx.j-fr-* (#5 om i > tcanu # 

MiH»*i: LTMIi-ft-o^j 0 . 2 1 g 
[0 2 18] 1 H-NMR (DMSO-d 6 ) J PP m: 
2. 65 (t s 2H), 2. 88 (t, 2HK 7. 5 
2-7. 60 (m. 3H) % 7. 86 (d. 1H) „ 
7. 96 (dd, 1HK 8. 23 (d, 1H) , 8. 
96 ( s. 2H) , 10. 7 5 ( s. 1H)„ 

mmm 90 

5- [4- [ (3. 4-y7nn<y^;l-) 7S7] 
7x7^] -3. 4-ytFnf7^Py-l->f;l' 

##M7T«L£5-(4-TS 7 7x^^-3. 
4— i>'b Hnf7^L^y- 1— f ;iyr-tr-r- r- 0 . 17 
g&fb5bHn75yi0mH:»L, *#Tr\ 



3, 4-y7on^yy*^f/^oiJK0. 13g£Jn 

frmm. mm^JU3 o m 1 -c-^siru i Nig®, is 
xm^Ktzmwzmm^iv-siv^jv^^yfrhn 

[0 2 19] 1 H-NMR (CDC1 3 ) Jppm : 2. 3 2 
( s s 3H) , 2. 3 9 — 2. 47 (m. 2H), 2. 
85 (t. 2H). 5. 74 (t. 1H), 6. 85 
(d. 1H), 6. 92-6. 95, (m, 3H) , 
7. 12 — 7. 18 (m, 1H) s 7. 52-7. 59 
(m. 3H) N 7. 70 (dd. 2H) , 7. 97 
(d. 1H) . 

mmm9 1 

'H-NMR (DMS0-d 6 ) £ P pm : 2.62-2.65 (m, 2H), 

2.83- 2.86 (m, 2H), 3.32 (s, 3H), 3.33 (s, 3H), 6. 
67 (d, 1H), 7.02 (d, 1H), 7.14-7.22 (m, 3H),7.40 - 

7.58 (m, 4H), 8.22 (dd, 1H). 8.41 (brs, 1H), 10.3 
3 (brs, 1H). 
SIMM 9 2 

'H-NMR (CDCI3) d P P m : 2.66-2.70 (m, 2H), 
2.96-3.01 (m, 20 , 7.08(d, 1H), 7.26-7.44 (a, 5H), 
7.63 (m, 2H), 8.20 (d, 1H), 8.33 (dd, 1H). 
HJ6M9 3 

1 H-NMR (CDCI3) ffppm:7.15 (d, 1H), 7.35- 
7.39 (», 1H), 7.47 (d.lH), 7.58-7.72 (m, 4H), 7.98 
(d, 1H), 8.14 (dd, 1H), 8.54 (d, 1H). 

mmm9 4 

'H-NMR (CDCI3) S P pm:3.85 (s, 3H), 7.17 
(d, 1H, J = 9 Hz), 7.43-7.47 (m, 1H), 7.56-7.62 
(m, 2H), 7.78-7.86 (m, 2H), 7.93-7.97 (m, 1H),8.22 
-8.27 (m, 2H), 8.50 (d, 1H, J = 2 Hz), 10.60 (s, 1 
H). 

mmm 5 

'H-NMR (DMS0-d 6 ) d p p m : 2. 60-2. 65 (nt, 2H), 
2.82-2.86 (m, 2H), 3.28 (s, 3H), 7.07 (d, 1H, J = 
9 Hz), 7.35-7.49 (m, 4H), 7.64 (d, 1H, J =9 Hz), 
7.70 (d, 1H, J = 3 Hz), 7.94 (dd, 1H, J = 3 Hz, 9 
Hz), 8.15 (d, 1H, J = 3 Hz), 8.56 (s, 1H). 

mmm9 6 

'H-NMR (DMS0-d 6 ) Sppm : 2.62-2.66 (m, 2H) , 

2.84- 2.88 (m, 2H), 7.19 (d, 1H, J = 9 Hz), 7.45- 
7.52 (m, 3H), 8.03-8.13 (m, 4H), 8.26 (dd, 1H, J= 
3 Hz, 9 Hz), 8.49 (d, 1H, J = 3 Hz), 10.66 (s, 1 
H). 

MWM9 7 

'H-NMR (DMS0-d 6 ) Jppm : 2.62-2.66 (m, 2H), 
2.84-2.88 On, 2H), 3.31 (s, 3H), 7.17 (d, 1H, J = 
9 Hz), 7.35 (d, 1H, J = 8 Hz), 7.44-7.52 (m,4H), 
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7.88 (d, 2H, J = 8 Hz), 8.26 (dd, 1H, J = 3 Hz, 9 
Hz), 8.49 (d, 1H, J = 3 Hz), 10.34 (s, 1H). 

mmm 9 8 

•H-NMR (CDC1 3 ) 5 PP m:2. 68 (t, 2 
H, J = 6Hz) , 2. 98 (t, 3H, J = 6H 
z) , 3. 92 (s, 3H), 3. 94 (s, 6H), 
7. 06 (d, 1H, J = 8Hz), 7. 09 (s, 2 
H), 7. 44 (t, 1H, J = 7. 5Hz), 7. 6 
5(d, 1H, J = 7. 5Hz) , 7. 77 (s, 1 
H), 8. 25 (d, 1H, J = 8Hz), 8. 25 
(s, 1H) . 
H*fe#IJ9 9 

1 H-NMR (DMSO-dj) «ppi: 1. 99 — 
2. 03 (m. 2H) , 2. 61 ( t. 2H) . 2. 7 
1 (t, 2H), 7. 41-7. 49 (m. 2H) . 
7. 81—7. 87 (m. 2H) . 7. 95 (dd. 1 
H) . 8. 22 (d. 1H) , 8. 94 (s, 2H) . 
10. 7 5 ( s. 1 H) . 

[0220] mmmi 00 

'H-NMR (DMSO-d 6 ) Sppm: 2. 25 
(s, 3H), 2. 27 (s, 3H), 6. 96(d, 
1H, J = 9Hz), 7. 26(m, 2H), 7. 36 
(s, 1H), 7. 83 (d, 1H, J = 8Hz), 

7. 93 (dd, 1H, J = 8Hz, 2Hz), 8. 0 

0 (dd, 1H, J=9Hz , 3Hz), 8. 21 
(d, 1H, J = 2Hz), 8. 76 (d, 1H, J = 
3 Hz), 10. 58(s, 1H). 

mmm 1 o 1 

'H-NMR (DMSO-d 5 ) 5p P m: 2. 25 
(s, 3H), 2. 27 (s, 3H), 6. 97(d, 
1H, J = 8. 5Hz), 7. 25 (d, 1H, J=8 
Hz), 7. 30 (d, 1H, J = 8Hz), 7. 36 
<s, 1H) , 7. 93 (d, 2H, J = 8Hz) , 

8. 03 (dd, 1H, J = 8. 5Hz, 2Hz) , 
8. 15 (d, 2H, J = 8Hz), 8. 79 (d, 1 
H, J = 3Hz) , 10. 66 (s, 1H) . 
MMM 10 2 

'H-NMR (CDClg) <?ppm:2.09 (s, 3H), 2.05- 
2.14 (m, 1H), 2.47-2.56(m, 1H), 2.74-2.86 (m, 1H), 
2.94-3.04 (m, 1H), 6.21-6.25 (m, 1H), 6.86-7.01 
(m, 3H), 7.19-7.23 (m, 2H), 7.55-7.59 (m, 3H), 7.6 
8-7.73 (m, 2H),7.97 (d, 1H). 

mmm 1 o 3 

'H-NMR (DMSO-ds) & P pm : 1.98-2.04 (m, 2H), 
2.72 (t, 2H), 2.91 (t, 2H), 6.70 (d, 1H), 6.95 (d 

d, 2H), 7.05 (d, 1H), 7.12-7.18 (m, 1H), 7.71-7.75 
(m, 2H), 7.82 (d, 1H), 7.94 (dd, 1H), 8.21 (d, 1 

H), 10.39 (s, 1H). 

mmm 1 o a 

1 H-NMR (CDC1 3 ) ap P m:2.35 (s, 3H), 3.34 



(d, 2H,J=2.3Hz), 6.33 (t, 1H, J=2.3Hz), 6.85 (d, 1 
H, J=1.9Hz), 7.01-7.04 (m, 2H), 7.12 (d, 1H,J=7.3H 
z), 7.29-7.33 (m, 1H), 7.55-7.60(m, 3H), 7.68-7.72 
(m, 2H), 7.98 (d, 1H, J=1.9Hz). 

mmm i o 5 

'H-NMR (DMS0-d 6 ) d P pm : 1.99-2.03 (m, 2H), 
2.51-2.58 (m, 2H), 2.87-2.91 (m, 2H), 6.84-6.92 

(m, 2H), 7.15 (d, 2H), 7.82-7.97 (m, 5H), 8.22 (d, 
1H), 10.48 (s, 1H). 

mmm i 0 6 

'H-NMR (CDC1 3 ) 5ppm:2. 05-2. 16 
(m. 2 H ) . 2. 88 (t, 4H) , 6. 80 (d 
d. 1H) . 6. 88 (d s 1H) . 7. 01 (d. 2 
HK 7. 1 7 <d, 1HK 7. 52-7. 58 
(m. 3H) . 7. 67-7. 73 (m, 2H) . 7. 
96 (d. 1H) . 
[022 1] mtmi 0 7 

'H-NMR (CDC1 3 ) a-ppm: 3. 84 ( 3 
H) . 3. 88 (s, 3H) , 6. 56 (dd, 1 
H) . 6. 6 5 <d. 1H), 6. 83 (d. 1H) , 

6. 99 (d. 2H) , 7. 51-7. 59 (m. 3 
H) . 7. 68-7. 73 (m. 2H) , 7. 97 

(d, 1H) . 

ntmi 0 8 

'H-NMR (CDClg) &ppm: 5. 98 ( s. 2 
H) . 6. 49 (dd, 1H) s 6. 58 (d s 1 
H) . 6. 76 <d. 1H) . 6. 98 (d, 2H) s 

7. 52-7. 5 8 (nu 3H) . 7. 69 (dd. 1 
H) . 7. 7 6 (br s. 1H) . 7. 96 (d, 1 
H) . 

[0222] mmm 109 

'H-NMR (CDCI3) <5ppm: 2. 93 ( s. 6 
H) „ 6. 33 (dd. 1 H ) . 6. 40-6. 4 1 
(m. 1H) . 6. 49 (dd. 1H). 7. 04 
(d. 2H). 7. 15-7. 20 (m. 1H). 7. 
53-7. 58 (m. 3H). 7. 68-7. 72 
(m. 2H) . 7. 97 (d. 1H) . 

mmmi 1 o 

'H-NMR (CDCls) 5-ppm:2. 0 9—2. 19 
(m. 2H). 2. 65 (t. 2H), 2. 95 (t. 
2H). 7. 02 (d. 2H). 7. 17,(dd, 1 
H). 7. 25 (d. 1H). 7. 5 6-7. 61 
(m. 4H). 7. 71 (dd. 1H). 7. 78 
(s. 1H) . 7. 98 (d. 1H) . 

[0223] mmmi 1 1 

'H-NMR (CDClg) dppm : 2.19 (s, 3 H), 3.71 
(s, 2 H), 6.98 (d, 1 H, J=9 Hz), 7.11 (d, 2 H, J=8 
Hz), 7.23 (d, 2 H, J=8 Hz), 7.77 (d, 2 H, J=8 H 
z), 7.88 (s, 1 H), 7.99 (d, 2 H, J=8 Hz), 8.22 (d 
d, 1 H, J=2.5 Hz, 9Hz), 8.26 (d, 1 H, J=2.5 Hz). 



(82) B2 001-89412 (P2001 -8BA) 



mmm 112 

1 H-NMR (DMSO-de) 3-ppm : 2.16 (s, 3H),3. 

79 (s, 2 H), 7.06 (d.2 H, J=8.5 Hz), 7.07 (d, 1 H, 
J=8.5 Hz), 7.22 (d, 2 H, J=8.5 Hz), 7.84 (d, 1 H, 
J=8.5 Hz), 7.96 (dd, 1 H, J=2.5 Hz, 8.5 Hz), 8.20 
(dd, 1 H, J=2.5 Hz, 8.5 Hz), 8.24 (d, 1 H, J=2.5 

Hz) ,8.49 (d, 1 H, J=2.5 Hz), 10.60 (s, 1 H). 

mmm 113 

N - ( 6 - (4 - (tert - ~f^~lV) 7 x J df >>) tf U *Jy-3- 
-f;W-N'-(2, 4-^f^7x-WS*««S 
3-T$y-6 - [4 - (te rt-m) 7iyJf 
i^] h'ljy'y 200mgCD f b5t 5m 1 

8FiS(C#&~r\ -f Vs/T>"g?2, 4-^hdf^7x 

6 0 m g £ tat ti . « tcssatcH t 

BIWFLfc. RJE»«*jjtjETaMILJt. H§ 
S^U^y^^A-CHSL. KB^«f3 1 Omg£ 

[0224] 'H-NMR (CDC 1 3 ) ffppm : 1.29 
(s, 9H), 3.72 (s, 3H), 3.77 (s,3H), 6.43-6.46 (m, 
2H), 6.83 (d, 1H, J = 8.6 Hz), 6.94 (brs,lH), 6.9 
9 (d, 2H, J = 8.2 Hz), 7.26 (m, 1H), 7.35 (d, 2H, 
J = 8.2 Hz), 7.75-7.78 (m.lH), 7.94 (a, 1H), 7.98- 
8.02 (m, 1H). 

jtf. mmmi i3tmmco-frmzj: ^mmmi 1 4- 
[0225] mmmi 14 

1 H-NMR (DMS0-d 6 ) 5 p p m : 2.49-2.51 (m, 2H), 
2.61-2.66 (m, 2H), 3.71 (s, 3H), 6.84-6.90 (m, 2 
H), 7.10 (d, 1H), 7.32-7.52 (m, 5H), 8.25 (dd, 1 
H), 8.16 (d, 1H), 8.58 (brs, 1H), 8.70 (brs, 1H). 

mmmi 1 5 

'H-NMR (CDCI3) <3-ppm:3.73 (s, 3H), 3.76 
(s, 3H), 6.60 (dd, 1H),6.77 (d, 1H), 6.91-6.97 (m, 
2H), 7.35 (dd, 1H), 7.52 (d, 1H), 7.87 (d,lH), 7. 
94 (dd, 1H), 8.18 (d, 1H), 8.95 (brs, 1H), 9.17 (b 
rs, 1H). 

mmm i 1 e 

1 H-NMR (DMS0-d 6 ) dppm : 2.66 (t, 2H, J = 6 
Hz), 3.00 (t, 2H, J =6 Hz), 7.03 (d, 2H, J = 9 H 
z), 7.10 (m, 1H), 7.30-7.55 (m, 4H), 7.50 (d, 2H, 
J = 9 Hz), 7.88 (s, 1H), 8.94 (m, 1H), 9.09(m, 1 
H). 

mmm 1 1 i 

i H-NMR (DMSO-dg) Sp P m:2.05 (m, 2H), 2.62 
(t, 2H, J = 6 Hz), 2.88 (t, 2H, J = 6 Hz), 6.94 
(d, 2H, J = 9 Hz), 7.09 (d, 1H, J = 8 Hz), 7.32 
<d, 1H, J = 8 Hz), 7.34 (d, 1H, J = 8 Hz), 7.47 
(d, 2H, J = 9 Hz), 7.51 (d, 1H, J = 8 Hz), 7.68 
(d, 1H, J = 8 Hz), 7.88 (s, 1H), 8.96 (s, 1H)9.13 
(s, 1H). 



mmmi 1 s 

'H-NMR (DMS0-d 6 ) dppm : 2.62-2.66 (m, 2H), 

2.84- 2.88 (m, 2H), 7.12 (d, 1H, J = 9 Hz), 7.17 
(brs, 1H), 7.38-7.54 (m, 5H), 8.03 (dd, 1H, J= 3 H 
z, 9 Hz), 8.18 (d, 1H, J = 3 Hz), 8.98 (brs, 1H), 
9.15 (brs, 1H). 

mmmi 1 9 

'H-NMR (DMS0-d 6 ) 5- p p m : 2. 62-2. 66 (m, 2H), 

2.85- 2.89 (m, 2H), 7.14 (d, 1H, J = 9 Hz), 7.37- 
7.53 (m, 7H), 7.98 (dd. 1H, J = 3 Hz, 9 Hz), 8.08 
(d, 1H, J = 3 Hz), 9.80 (brs, 1H), 9.99 (brs, 1H). 

mmm 1 2 0 

'H-NMR (DMSO-d 6 ) dppm : 2.62-2.66 (m, 2H), 
2.84-2.88 (m, 2H), 7.09-7.16 (m, 2H), 7.39-7.53 
(m, 4H), 8.08 (dd, 1H, J = 3 Hz, 9 Hz), 8.16(d, 1 
H, J = 3 Hz), 8.30 (d, 1H, J = 3 Hz), 8.53 (s, 1 
H), 9.61 (s, 1H). 

mmmi 2 1 

'H-NMR (DMSO-d 6 ) iJppm: 2. 70 

(m, 4H), 5. 06 (s, 1H), 5. 55 (s, 
1H), 6. 95(d, 1H, J=8Hz), 7. 00 

(d, 1H, J = 8Hz), 7. 26 (t, 1H, J = 
8Hz) , 7. 35 (dd, 1H, J = 9Hz, 3H 
z), 7. 41 (d, 1H, J = 9Hz), 7. 52 

(d, 1H, J = 9Hz), 7. 86 (d, 1H, J = 
3Hz) , 7. 98 (dd, 1H, J = 9Hz, 3H 
z), 8. 16 (d, 1H, J = 3Hz), 9. 03 

(s, 1H) , 9. 23 (s, 1H) . 

mmm 1 2 2 

'H-NMR (DMSO-d 6 ) «ppm: 2. 64 
(t, 2H, J = 6Hz), 2. 86 (t, 2H, J = 
6Hz) , 7. 12(d, 1H, J = 9Hz) , 7. 2 
7 (d, 2H, J = 9Hz), 7. 35-7. 55 
(m, 3H), 7. 56 (d, 2H, J==9Hz), 

8. 03 (dd, 1H, J = 9Hz, 3Hz) , 8. 1 
8(d, 1H, J = 3Hz), 8. 99 (s. 1H), 

9. 1 3 ( s, 1H) . 

mmm 123 

'H-NMR (DMSO-d 6 ) dppm: 2. 64 
(t, 2H, J = 6Hz) , 2. 88 (t, 2H, J = 
6Hz), 7. 15 (d, 1H, J = 9Hz), 7. 4 
0-7. 55 (m, 4H) , 7. 58 (d,' 1H, J = 
9Hz), 7. 88(s, 1H), 7. 98 (dd, 1 
H, J = 9Hz, 3Hz), 8. 09 (d, 1H, J = 
3Hz) , 10. 09 (brs, 2H) . 

mmmi 2 4 

'H-NMR (DMS0-d 6 ) dppm. : 7.10 (d, 1H, J = 9 
Hz), 7.17 (dd, 2H, J= 2 Hz, 7 Hz), 7.47 (dd, 2H, 

J = 2 Hz, 7 Hz), 7.55 (d, 1H, J = 9 Hz), 7.69-7.73 
(m, 1H), 8.02-8.06 (m, 2H), 8.35 (d, 1H, J = 3 H 
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z), 9.76 (s, 1H), 10.91 (s, 1H). 

mmm i 2 5 

1 H — NMR (DMSO-dg) Sppm:3.76 (s, 3H), 6.92 
-7.06 (m, 5H), 7.32-7.36 (a, 1H), 7.51 (d, 1H, J = 
9Hz), 7.86 (d, 1H, J = 2 Hz), 7.94 (dd, 1H,J = 3 
Hz, 9 Hz), 8.15 (d, 1H, J = 2 Hz), 8.84 (s, 1H), 
9.06 (s, 1H). 

mm 1 2 6 

1 H — NMR (DMSO-d 6 ) Sppm: 1. 9 9 — 
2. 03 (m. 2H) . 2. 58-2. 63 (nu 2 
H) , 2. 68—2. 73 (m s 2H) , 7. 3 5 — 

7. 44 (m, 3H), 7. 53 (d. 1HK 7. 8 

0 — 7. 83 (m, 1H) N 7. 86 (d, 1H) , 

8. 70(8, 2HK8. 99 (s, 1HK 9. 2 
8 (s, 1H) . 

[0226] mmmi27 

1 H — NMR (DMSO-d 6 ) Sppm: 2. 64 
(t. 2H) . 2. 86 (t, 2H), 7. 37 (d 
d. 1H) s 7. 50 — 7. 58 (nu 4H) „ 7. 8 
6 (d, 1H) , 8. 72 ( s. 2H) . 9. 00 
<s, 1H) . 9. 26(s, 1H). 

mm\ 12s 

1 H — NMR (DMS0-d 6 ) <5-ppm:2.88 (s, 6H), 6.75 
(dd, 2H), 6.87 (d, 1H), 6.94 (dd,2H), 7.32-7.36 

(m, 1H), 7.52 (d, 1H), 7.87 (d, 1H), 7.91 (dd,lH), 
8.14 (d, 1H), 8.82 (s, 1H), 9.06 (s, 1H). 

mmrn 1 2 9 

1 H — NMR (DMS0-d 6 ) Sppm:2.06 (s, 3H), 3.7 
5 (s, 3H), 6.75-6.93 (m, 4H) , 7.32-7.36 (m, 1H), 
7.51 (d, 1H), 7.86 (d, 1H), 7.93 (dd, 1H), 8.10 
(d, 1H), 8.80 (s, 1H), 9.06 (s, 1H). 

mm 1 3 o 

1 H — NMR (DMSO-dg ) S P pm:5.98 (s, 2H), 6.69 
-6.87 (m, 3H), 7.03 (d, 1H), 7.35 (dd, 1H), 7.52 
(d, 1H), 7.86 (d, 1H), 7.97 (dd, 1H), 8.15 (d, 1 
H), 8.87 (s, 1H), 9.08 (s, 1H). 

mm 1 3 1 

1 H — NMR (DMSO-dg ) fppm: 3.99 (s, 3 H), 7.0 

2 (d, 1 H, J=7 Hz), 7.10 (d, 1 H, J=9 Hz), 7.22 
(d, 1 H, J=7 Hz), 7.34 (dd, 1 H, J=3 Hz, 9 Hz), 7. 
41-7.53 (m, 4 H), 7.86 (d, 1 H, J=2 Hz), 7.98-8.03 

(m, 2 H), 8.11 (d, 1 H, J=2 Hz), 8.87 (s, 1 H), 
9.09 (s, 1 H). 

mm 1 3 2 

2- [ (4-r-fef-;W) 7i7^fy] -5— ^>V'4)V 

trypans 

(XSl) 2-?no-5- [ (N-^hdf^-N-p< 

6-?on-afyl2. Og£N. n-i^^^V^V 
ATS HlOml fc»*»U *«TF, N. O-itjt+A, 



b K ndf i^iVT 5 >1Big& 1 . 3 g , *» tt # A-tfy-f 
5H2. 7g, fci(;h'Jxf;l/7Sy2. Oml £Jn 
i. , m&X° 2 4 BftSHfttf Ltz . RJK?S*iH8x^-ca 

(»tti»L Ifflix^ : ^.df -?y= 1:1) TfMBL 
T> 99lffe<0i*K!Bfi: Lt\ SHHtl^S: 2 . 3 2 g» 

[0 2 2 7] iH-NMR (CDCi 3 ) Jppm : 3.39 (s, 
3H), 3.56 (s, 3H), 7.38-7.41 (m,lH), 8.00-8.05 
(a, 1H), 8.78 (d, 1H, J = 1.7 Hz). 
(IS2) 5-<yyM/k-2-?onb°U ^ycDSgji 

T^ytfxmmMT. m&x\ 7tt<y^y 85 0 

mg£Dfh5tb*n75y(THF) 6mlffl;7^ 
*j">A 1 4 0 m g fcimx-fc. 2 IBMIHtfP T/P 
3->^»HM. -2 0 o C^*fTF. lSl*Cl©atfc2 
-?c?n-5- [ (N-^h^^-N-^^/k) 
t^f;H C'Jxyi. 0 gOTH F 6m 1 ^tcSTF 

^Mfy= 1:1) TUBHLT, fi£*fe«?BMji: L 
T . Mfcgftg 7 7 0mg#!t„ 

[02 28] 1 H — NMR (CDC1 8 ) 5ppm: 7.47-7.5 
6 (m, 3H), 7.63-7.68 (a, 1H), 7.78-7.82 (m, 2H), 
8.08-8.12 (m, 1H), 8.78 (d, 1H, J = 2.3 Hz). 

CDS3) 2- [(4-7-bf/l')7x/^]-5 

-o-yM ;pb° y ^y^sSJt 

IDB 2 T« Ltz 5- Kyv'J ;k2-?nnt"ijy>ii 

[0229] 1 H — NMR (CDC1 3 ) Jppm : 2.62 (s, 
3H), 7.09-7.13 (m, 1H), 7.26-7.31 (m, 2H), 7.47- 
7.53 On, 2H), 7.58-7.64 (m, 1H), 7.77-7.81 (m, 2 
H), 8.03-8.09 On, 2H), 8.24-8.28 (m, 1H), 8.59-8.6 
0 On, 1H). 

itf. mmm 1 3 2 1 mm^m^x mmm 133- 
mmmi3 3 

'H-NMR (CDCI3) S p pm : 2.67-2.71 (m, 2H), 
2.72-3.01 On, 2H) , 7.14(d, 1H, J = 8.3 Hz), 7.40- 
7.43 (m, 1H), 7.45-7.52 (m, 3H), 7.58-7.62 (m, 1 
H), 7.68-7.72 (m, 1H), 7.77-7.81 (m, 2H), 8.25-8.2 
9 On, 1H), 8.56-8.57 (a, 1H). 

mmm i 34 

1 H — NMR (CDCI3 ) (5-ppm:2.61 (s, 3H), 7.11- 
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7.15 (m, 4H), 7.57-7.650n, 2H), 7.82-7.85 (m, 2H), 
7.89 (d, 1H), 8.00-8.03 (m, 2H). 

mmm 1 3 5 

1 H-NMR (CDCI3) ^p P m:2.62 (s, 3H), 7.12 
(dd, 1H), 7.26-7.31 (m,2H), 7.57-7.65 (m, 2H), 7.8 
9 (d, 1H), 8.05-8.09 (m, 2H), 8.23 (dd, 1H),8.57 
(d, 1H). 

mmm 1 3 6 

1 H-NMR (CDCI3 ) 5 p pm : 2.68-2.72 (m, 2H), 
2.96-3.00 (m, 2H), 7.17(d, 1H), 7.27-7.64 (m, 4H), 
7.70 (d, 1H), 7.88 (d, 1H), 8.24 (dd, 1H),8.54 
(d, 1H). 

mmmi3 7 

1 H-NMR (CDC1 3 ) Jppm: 2.70(m, 2 H), 2.96 
(m, 2 H), 7.17 (d, 1 H, J=8 Hz), 7.42 (t, 1 H, J=8 
Hz), 7.50 (d, 1 H, J=8 Hz), 7.71 (d, 1 H, J=8 H 
z), 7.77 (d, 2 H, J=8 Hz), 7.88 (d, 2 H, J=8 Hz), 
8.27 (dd, 1 H, J=2Hz, 8 Hz), 8.55 (d, 1 H, J=2 H 
z). 

mmm 1 3 s 

1 H-NMR (CDCI3) 5 P pm:1.67 (s, 3H), 3.76- 
3.81 (m, 2H), 4.05-4. 10(m, 2H), 7.05-7.09 On, 2H), 
7.34 (d, 1H, J = 3 Hz), 7.50 (d, 1H, J = 9Hz), 7. 
60-7.63 (m, 2H), 7.75-7.78 (m, 2H), 8.22-8.26 On, 
1H), 8.57 (d, 1H, J = 2 Hz). 

mmm 139 

'H-NMR (CDCI3) ffppm:1.67 (s, 3H), 3.75- 
3.81 (m, 2H), 4.05-4. 10(m, 2H), 7.10 (d, 1H, J = 9 
Hz), 7.30-7.33 On, 2H), 7.60-7.63 (m, 2H),7.69-7. 
72 (m, 2H), 7.75-7.78 (m, 2H), 8.23-8.28 (m, 1H) , 
8.58-8.59 (m, 1H). 

mmm 140 

'H-NMR (CDCI3) <5-p P m : 2.70(m, 2 H), 2.% 
(m, 2 H), 7.17 (d, 1 H,J=8 Hz), 7.42 (t, 1 H, J=8 

Hz), 7.50 (d, 1 H, J=8 Hz), 7.71 (d, 1 H, J=8 Hz), 
7.77 (d, 2 H, J=8 Hz), 7.88 (d, 2 H, J=8 Hz), 8.2 

7 (dd, 1 H, J=2Hz, 8 Hz), 8.55 (d, 1 H, J=2 Hz). 

mmm 1 4 1 

Z-l- [4- (4-T*.^)V7 3,y*is) 71-^] 
-2- (3, 4-y7D07i-^)xfy«ii 
Z-l - (3, 4-y?nn7x-;l/) -2 - [4- 
[4- (1. 3-yW/7y-2-^;l-) 7x.S*r 
>■] 7i^;H Xxy5 0 0mgcOTHF5mL^?g{C7X 
J£~Ri« 0 . 5 m L Zmt tc . Km&MZ 0 °CX' 1 5 

timmtti. K®mmiz*.%iT0mfcmi- h y 
T)Vf} y tt t Ltcm. mm^^mm z n% tz . 

m^)v= 5/D, 420m gcommitizmzmz. 



[0230] 'H-NMR (CDC1 3 ) dppm :2.58 (s, 
3H), 6.48 (d, 1H, J = 12.2 Hz), 6.66 (d, 1H, J = 1 
2.2 Hz), 6.93-6.98 (m, 2H), 7.00-7.03 (m, 2H), 7.0 
6-7.10 (m, 1H), 7.21-7.26 (m, 2H), 7.29-7.32 (m, 2 
H), 7.93-7.96 (m, 2H). 

ot. mmm i4it mm^>imizx mmm 142- 
mmmi4 2 

'H-NMR (CDCI3) <?p P m:2.67 (s, 3H), 7.05- 
7.12 (m, 2H), 7.34 (d,lH, J = 2.6 Hz), 7.50 (d, 1 
H, J = 8.9 Hz), 7.84-7.87 (m, 2H), 8. 05-8. 09 (m, 2 
H), 8.23-8.28 (m, 1H), 8.56-8.57 (m, 1H). 
H»J14 3 

'H-NMR (CDC1 3 ) 5-p P m:2.63 (s, 3H), 7.13 
(d, 1H, J = 8.6 Hz), 7.30-7.33 (m, 2H), 7.69-7.73 
(m, 2H), 7.84-7.87 (m, 2H), 8.05-8.08 (m, 2H), 8.2 
5-8.29 On, 1H), 8.58 (d, 1H, J = 2.0 Hz). 

mmmi4 4 

1 H-NMR (CDCI3) <?ppm:2.63 (s, 3H), 7.12 
(d, 1H), 7.26-7.47 (m,2H), 7.60 (d, 1H), 7.70-7.81 
(m, 4H), 7.84 (d, 1H), 8.04-8.08 On, 2H), 8.40 (d 
d, 1H), 8.87 (d, 1H). 

mmm 1 4 5 

'H-NMR (CDCI3) #ppm:2.59 (s, 3H), 7.02- 
7.10 (m, 5H), 7.19 (d,lH, J = 16.2 Hz), 7.53-7.58 
(m, 2H), 7.61 On, 4H), 7.94-7.99 (m, 2H). 

mmm 14 6 

'H-NMR (CDCI3) Sppm:2.58 (s, 3H), 6.94 
(d, 1H, J = 16.2 Hz), 7.02-7.34 (m, 6H), 7.42 (d, 
1H, J = 8.3 Hz), 7.51-7.54 (m, 2H), 7.59 (d.lH, J 
= 2.0 Hz), 7.94-7.98 (m, 2H). 
IWJ14 7 

'H-NMR (CDC1 3 ) Sp P m:2.58 (s, 3H), 6.60 
(d, 1H, J = 13 Hz), 6.69 (d, 1H, J = 13 Hz), 6.92- 
6.95 On, 2H), 7.00-7.04 (m, 2H), 7.21-7.25 (m, 2 
H), 7.35-7.38 (m, 2H), 7.49-7.52 (m, 2H), 7.93-7.9 
7 (m, 2H). 

mmm 1 4 8 

4-^;P-N- < [2 - (7-^f-;t^-2, 3-yt 
Fn-iH-^vfy-4-^;H«y] b°y^>- 

3-T5./-2- [ (7-^^-2, 3-i/bKd- 

ih-4 y"?y-4-A)V) t°Ui>> 200 

m gc7)t° U =Jy 2 m UtlgfcfctfrF. mt4 ~^)VK 

y*£yx)V*-)Vi 6 OmzZMLtz. Kmmmzvk* 

tzmmzmiKftb 1 s^mmnLtz. zcmmmzmE 
~R§*iu mzizmm^i-frRvmmsm*zMx-?z* 
wm^)vm*ttM l . mam^m/ma^M^x-m 
WLtz. m7i<mm-?y^^^xmmk. mmz^L 
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mm : n ~^^ry/wm.^iv= 5/ 1 > . 290m 

[0231] 'H-NMR (CDC 1 3 ) S P pm:1.92 
-1.97 (m, 2H), 2.22 (s, 3H), 2.31 (t, 2H, J = 7.6 H 
z), 2.40 (s, 3H), 2.80-2.85 (m, 2H), 6.47 (d, 1H, 
J =7.9 Hz), 6.90-6.95 (m, 2H). 7.07 (brs, 1H), 7.2 
3-7.26 (a, 2H), 7.69 (d,2H, J = 8.2 Hz), 7.80 (dd, 

1H, J = 1.6 Hz, 4.9 Hz), 7.95 (dd, 1H, J = 1.6 H 
z, 7.9 Hz). 

ar. mmm i48t mmcoumizx o mm 149- 

[0 2 32] mmW 14 9 

N— [6- (4-tert-/f;l/7x^y) b°UJ/' 
y-3-^;W]-3, 4-^h^r^<y-fe:>X;^y 

rs Hoist 

(3-TSy-6- [ (4-tert-7*f;K 7i7 
^rv] f'J^>4 84mgc7)h°y>>>l OmLi§?$fcJg 
-ft 3, 4- i JXY*i"^y : <£>X)l>-fc—)V 4 7 3mg 

fc. ) 

1 H-NMR (CDC 1 3 ) 3-ppm: 1.32 (s, 9H) , 3. 

83 (s, 3H), 3.92 (s,3H), 6.46 (brs, 1H), 6.82-6.88 
(m, 2H), 7.01 (d, 2H), 7.15 (d, 1H), 7.03-7.41 

(«, 3H), 7.58 (dd, 1H), 7.75 (d, 1H). 

mmm 1 5 0 

'H-NMR (CDC 1 3 ) Jppm : 1.93-1.98 (m, 2 
H), 2.22 (s, 3H), 2.30-2.36 (a, 2H), 2.79-2.85 (m, 

2H), 3.78 (s, 3H), 3.92 (s, 3H), 6.48 (d, 1H), 6. 
85 (d, 1H), 6.91-6.96 (a, 2H), 7.05 (brs, 1H), 7.2 
0-7.25 (m, 1H), 7.42 (dd, 1H), 7.82 (dd, 1H), 7.97 

(dd, 1H). 

mm 1 5 1 

1 H-NMR (CDC 1 3 ) Sppm : 1.85-1.96 (m, 2 
H), 2.22 (s, 3H), 2.53(t, 2H, J = 7.6 Hz), 2.79-2. 
85 (m, 2H), 6.71 (d, 1H, J = 7.9 Hz), 6.83 (d, 1H, 

J = 15.5 Hz), 6.93-6.98 (a, 2H), 7.02 (brs, 1H) , 
7.36-7.43 (m, 5H), 7.51 (d, 1H, J = 15.5 Hz), 7.85 

(dd, 1H, J = 1.6 Hz, 4.9 Hz), 7.89-7.92 (m, 1H). 

mm 1 5 2 

1 H-NMR (CDC 1 3 ) ffppm : 1.32 (s, 9H), 6. 
46 (brs, 1H), 6.78 (d.lH, J = 15.5 Hz), 6.88 (d, 1 
H, J = 8.6 Hz), 7.01-7.04 (m, 2H), 7.37-7.47 (m, 8 
H), 7.67-7.71 (m, 1H), 8.03 (d, 1H, J = 3.0 Hz). 
mm 15 3 

1 H-NMR (CDC 1 3 ) Sppm : 1.32 (s, 9H), 6. 

84 (d, 1H, J = 8.9 Hz), 6.98-7.02 (m, 3H), 7.37-7. 



40 (m, 2H), 7.46-7.47 (m, 2H), 7.60-7.64 (m,lH), 
7.85 (d, 1H, J = 2.6 Hz), 7.90 (m, 1H). 

mmi 54 

i H-NMR (CDCl 3 +DMS0-d 6 ) 8 p pm : 2.64-2.68 
(a, 2H), 2.86-2.91 (m, 2H), 6.89-6.92 (m, 1H), 7.2 
8-7.31 (m, 1H), 7.38-7.43 (m, 3H), 7.60-7.66 (m, 2 
H), 7.69-7.72 (a, 2H), 7.82 (m, 1H), 9.22 (brs, 1 
H). 

mmm 1 5 5 

1 H-NMR (DMS0-d 6 ) S P P m : 2. 59-2. 61 (m, 2H), 

2.69- 2.71 (m, 2H), 7.08-7.11 (m, 1H) , 7.37-7.40 
(m, 1H), 7.43-7.52 (n, 2H), 7.60-7.64 (m, 1H), 7.7 
0-7.79 (a, 2H), 7.84-7.85 (m, 1H), 7.92-7.95 (a, 1 
H), 10.81 (brs, 1H). 

mmi 5 6 

i H-NMR (DMS0-d 6 ) 3 p pm : 2.58-2.62 (a, 2H), 

2.70- 2.74 (m, 2H), 7.05-7.09 (m, 1H), 7.36-7.39 
(m, 1H), 7.43-7.49 (a, 2H), 7.52-7.65 (a, 4H), 7.7 
0-7.77 (m, 3H), 10.31 (brs, 1H). 

mm 1 5 7 

i H-NMR (CDC1 3 ) dpprn: 1.16 (d, 12H, J = 7 
Hz), 1.23 ( d6 H, J = 7Hz), 2.62-2.66 (a, 2H), 2.86- 
2.90 (a, 3H), 3.87-3.96 (a, 2H), 6.30 (brs.lH), 6. 
96-6.99 (m, 1H) , 7.12 (s, 2H), 7.25-7.26 (a, 1H), 
7.28-7.40 (m,lH), 7.43-7.65 (a, 3H). 

1 H-NMR (DMS0-d 6 ) Sppm:1.99 (s, 3H), 2.50 
-2.62 (a, 2H), 2.70-2.72 (a, 2H), 7.05-7.37 (a, 1 
H), 7.39-7.54 (m, 3H), 7.55-7.58 (a, 1H), 7.61-7.6 
4 (a, 2H), 7.70-7.75 (a, 3H), 10.17 (brs, 1H), 10. 
33 (brs, 1H). 
MMM 15 9 

1 H-NMR (CDCI3) 8 p pm : 2.65-2.70 (a, 2H), 

2.87- 2.91 (a, 2H), 6.99(d, 1H, J = 9 Hz), 7.31 (d, 
1H, J = 8 Hz), 7.38-7.43 (m, 1H), 7.62 (d,lH), 7. 

67-7.78 (a, 3H), 7.97 (brs, 1H), 8.06-8.10 (m, 1 
H), 8.38-8.42 (a,lH), 8.56 (m, 1H). 

mm 160 

'H-NMR (CDCI3) Sppm : 2.65-2.70 (a, 2H), 

2.88- 2.92 (a, 2H), 6.63(brs, 1H), 7.00-7.03 (a, 1 
H), 7.32-7.35 (a, 1H), 7.41-7.47 (a, 1H), 7.55-7.5 
6 (a, 2H), 7.65-7.71 (a, 3H), 7.80-7.81 (a, 1H). 

mtmi 6 1 

XS(1) (2, 3-y^-7x-W-(5-^ 
r-c?-h°y i/V-2-A)V) T$.y<7)MM 
2-^no-5--bnf'Jy>(2. 4g). 2, 3 

-jf iswyi 2. 0 2g) comm. ( 5m 1 ) cvmmz 
1 0 o°et\ 1 7mmjjm<:Ltz„ sumiz. wm^ 
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(^mmt&m) o. 04«) . >h-nmr 

(CDC1 3 ) 5 P pm:2. 18 (s, 3H) . 2. 
35 (s, 3H>, 6. 37 (d, 1H, J = 9. 5H 
z) , 7. 06(brs, 1H), 7. 17 (s, 3 
H) , 8. 18 (dd, 1H, J = 9. 5Hz, 2. 7 
Hz), 9. 06 (d, 1H, J = 2. 7Hz). 
JM ( 1 ) ^6*ufcfl:£%£fflvvc. UttMl 13t 
N^^tcJ; 0HJ6M1 6 l^SKHfr&«i£!l»L 

1 H — NMR (DMSO-dg) 5ppm: 1. 99 
(s, 3H), 2. 09 (s, 3H), 6. 60 (d, 
1H, J = 8Hz), 6. 90 (d, 1 H, J = 8H 
z), 7. 02 (t, 1H, J=8Hz) , 7. 25 
(d, 1H, J = 8Hz), 7. 32 (dd, 1H, J 
= 9Hz, 2. 5Hz), 7. 50(d, 1H, J = 9 
Hz) , 7. 59 (dd, 1 H, J = 9Hz, 2. 5H 
z), 7. 86 (d, 1H, J = 2. 5 Hz) . 8. 0 
0 (s, 1H) , 8. 05 (d, 1H, J = 2. 5H 
z) , 8. 47 ( s, 1H) , 8. 96 (s, 1H) . 

mmm 1 6 2 

hmm i6ik mmco^mizi nmm 1 6 2^^^ 

£*jtU; («RM4ll»«8 8<0irj£tJ:ofc) . 
!H-NMR (DMSO-d 6 ) 5-ppm : 2. 10 

(s, 3H) , 2. 27 (s, 3H) , 6. 63 (d, 
1H, J = 8Hz), 6. 64 (d, 1H, J = 9H 
z), 7. 05 (t, 1H, J=8Hz ) , 7. 25 

(d, 1H, J=8Hz) , 7. 84 (dd, 1H, J 
= 9Hz, 2Hz), 8. 1 6 ( s, 1H), 7. 91 

(d, 2H, J=8Hz) , 8. 14 (d, 2H, J = 
8Hz). 8. 36 (d, 1H, J = 2Hz), 10. 
33 ( s, 1H) . 

mm 1 6 3 

(III) 6- (2, 3-^^/1^.^^) -3-f 
>J ^-;PT5 y^sst2 - ( 2 , 3 -^^i^yy-Y 

)V) -5-— hnty^il, 3-7 , OA-yy^-/l/ 
(4m 1 ) (C!!§}S£-t2\ fcK7y> • 1»(380 
^ 1 ) . #iHt#y»>A (7 30mg) £Jn*. s 1 6 0 

0:1) THWHLaKWk^ft*1#fe (120mg), 
'H-NMR (CDC1 3 ) iJppm: 2. 13 (s, 3 
H), 2. 28 (s, 3H), 3. 56 (brs, 2 
H), 4. 09 (s, 2H), 6. 72 (d, 1H, J 
= 8. 3Hz), 6. 87 (dd, 1H, J = 8. 3H 
z, 3. 0Hz), 7. 04 (m, 3H), 8. 05 
(d, 1H, J = 3. 0Hz) . 

is 1 ~?mt>tiMb&m*m^x . mums s t mmco 



'H-NMR (DMSO— d 6 ) Jppm : 2. 13 
(s, 3H) , 2. 25 (s, 3H) , 4. 29 (s, 
2H), 7. 0 8 (m. 3H), 7. 40 (d, 1H, 
J = 8Hz), 7. 87 (d, 1H, J = 8Hz), 

7. 99 (dd, 1H, J=8Hz, 2Hz), 8. 2 
8(d, 1H, J = 2Hz). 8. 38 (dd, 1H, 
J = 8Hz, 2Hz) , 9. 08 (d, 1H, J = 2H 
z) , 11. 00 (s, 1H) . 

msmi 6 4 

^sim 1 6 3 fc H«o*sKa: o mmm 1 6 4 <oft^» 

1 H — NMR ( D M SO— d 6 ) Sppm: 2 . 13 
(s, 3H) , 2. 25 (s, 3H) , 4. 28 (s, 
2H), 7. 0 8 (m, 3H), 7. 38 (d, 1H, 
J = 9Hz), 7. 96 (d, 2H, J = 8Hz), 

8. 20 (d, 2H, J = 8Hz). 8. 38 (dd, 
1H, J = 9Hz, 2Hz), 9. 09 (d, 1H, J 
= 2Hz) , 11. 03 (s, 1H) . 

^iife^J 16 5 

COS 1) 6 - { [ 1 - ( t e r t -f+Ar-SSX+fU 
-isj—frttis) -2, 3-ytKn-lH-^f 

6 - { [1- (tert -•7*n,S?**f\,-if 
y—jV^is) --2, 3-yhKn-lH-^yfy 
-4— ^/H ^i^) -3f*-h ( 2. 3 2g)c0^' 
:*^-f>- (20ml) <D?«;r. 2 N*SH[^ h U ^ A 

(5. 6ml ) £Jn*.* 6 0 XTC 2 B#fHM¥ Ufc. KJG 
$8fflfe*teU 1 NJMK ( 1 1 . 2m 1 ) &$nx.. Wp& 
x-f-^TttfflLfe. W*W£. MET. «I8U HSft 

( 2 . 16s). 
'H-NMR (DMSO— d 6 ) p p m : 0. 13 

(s, 3H) , 0. 16 (s, 3H) , 0. 91 (s, 
9H), 1. 60-2. 80 (m, 4H), 5. 30 

(t, 1H, J = 7Hz), 6. 97 (d, 1H, J = 
8Hz), 7. 00 (d, 1H, J = 8Hz), 7. 1 
2(d, 1H, J = 8Hz), 7. 29 (t, 1H, J 
= 8Hz) , 8. 22 (dd, 1 H, J = 8Hz, 2H 
z) , 8. 60 (d, 1H, J = 2Hz) . 

(JM2) N-^hdfv— N-^f-;P 6-[(l- 

(tert -7f ;l^y7f /I'-y^-^y- 2 , 3 
-yt Kn- 1 H->f >'7 : >-4 — f AO -3 

6 - [ ( 1 - ( t e r t -f+ns&X+fo-ls^z&X 
*>—2, 3-y'hKn-lH->fyfy-4->f/H 
drjf-y^ (2 16s) <7)DMF (60ml) 

(660mg) s 1-fc Ko^y<y/ h «J Tfr-A> 
(860mg)\ l-xf/V-3- (3-^f^rS 
yTntVP) fifclf&A 5 K ( 1 . 2 9 g K h 'Jxf 
;WTSy ( 1 . 9 6ml) SrJni., sffl-csitsiaBWPU 
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"CWiU MET, SttBLfcflL n^titzMZZisV* 
Wa?^5 y 4— (^-y-y : ifflgxf-^= 2 : 

i ) x-wm-h z t i/zx Kimmitim* %tz ( i. 92 
g) . 

'H-NMR (CDCI3) ijppm : 0. 16 (s, 3 
H), 0. 1 8 ( s, 3H) , 0. 96 (s, 9H), 
1. 90(m, 1H), 2. 4 0 (m. 1H) , 2. 5 
4 (m, 1H) , 2. 80 (dd, 1H, J=16H 
z, 9 Hz) , 3. 37 (s, 3H) , 3. 5 8 (s, 
3H), 5. 31 (t, 1H, J = 7Hz), 6. 89 

(d, 1H, J = 8. 5Hz), 7. 01 (d, 1H, 
J = 7. 5Hz) , 7. 22 (d, 1H, J = 7. 5H 
z), 7. 30 (t, 1H, J = 7. 5Hz), 8. 0 
8 (dd, 1H, J = 8. 5, 2Hz), 8. 61 

(d, 1H, J = 2Hz) . 

(JM3 ) l-{6-[l-(tert -^)V- 

fM -2- (3, 4-y?DO-7i 

( 2 8 0 m g ) CD>X^X— f)V ( 4 m 
1 ) MC, 3, 4-=J7u w<.y=J)l> ^ n I) F (74 
Omg ) W^Xf^X-f/HH (5ml) SrjjtTU 

ssrr»T«. 1 04HBB»PtJt. i<DRje*si*. n- 

^h^fi^-N-^^ 6- [ (1- (tert-yf 
)Vis* ^-)V-i/*7~)Vtt is- 2, 3-yh b'o- 1 H 
— ^>-r>--4--f;^) 3j-^fv] ^3fyrSKOfh 
777^ ( 1 0m 1 ) »8lfc:8n ? Lfc. £St\ 1 BffSI 

affputa, #»u mmmtry^-^^ykTmmL 

07h/57^- (^->f> : #®?X^=7 : 1 ) T 

mw & £ t tz z <o mm^mimtz (920m g ). 

1 H-NMR(CDCl 3 )5-ppm:0. 16 (s, 3 
H), 0. 19 (s, 3H) , 0. 96 (s, 9H), 

1. 90(m, 1H) , 2. 4 5 (m, 2H), 2. 7 
8 (m, 1H) , 4. 1 7 ( s, 2H) ,5.32 

(t, 1H, J = 7Hz), 6. 97 (d, 1H, J = 
8Hz), 7. 00 (d, 1H, J = 7Hz ) , 7. 0 
8 (dd, 1H, J=8Hz, 2Hz) , 7. 20- 
7. 33 (m, 2H), 7. 35 (d, 1H, J = 2H 
z), 7. 40 (d, 1H, J=8Hz), 8. 26 

(dd, 1H, J = 8, 2Hz), 8. 78 (d, 1 
H, J=2Hz) . 

(XS4) l- {6- [i-tKndr^-> tyyy-4 

-4)Vtti/1 -W s Jy-3--4)V) -2- (3, 4 
1- {6- [1- (tert - y^-)V- V* +)V- is 5 



^/M-^v) ->f yyy-4—> i)V**y~\ -WiSy 
-3-4 JV) -2- (3, 4-y7nn7x-;H -x 
^/y (920mg) c^^h^h (8ml ) 

fb7h K07^y?t?g (3. 5ml ) SrjD*.. SSf 
isVATXmU MET. aHBUfctt, »4>*ufcB$& 

= 5:1) -amrz ; t t.* oaaft^ft ( am& 

m) &ntZ (2 50mg) . 

1 H — NMR (CDC 1 3 ) 5-ppm: 1. 94 (m, 2 
H), 2. 5 5 (m, 2H), 2. 85 (m, 1H), 
4. 16 (s, 2H) , 5. 31 (t, 1H, J = 6. 
6Hz), 7. 00 (d, 1H, J = 9Hz) , 7. 0 
7 (m, 2H) , 7. 35 (m, 3H) , 8. 28 (d 
d. 1H, J = 9Hz, 2. 5Hz) , 8. 77 (d, 
1H, J = 2. 5Hz ) . 
HSSM16 6 

ami) 2- (2, 3-y'yf;Ky^*) -5- 

-hneyy^tf«ree2, 3 - : J*+;u<.y-eyT-t h 

— hU/P (4. 72g) , 2-^nn-5- — hntfi; 

(4. 84g) £DMF (6 5ml ) 
TJU^yWML, -eco^fcs ^U«7A-t 

-y b^^ h' ( 6 . 9 3 g ) ^Jai. . Sffl-C 1 b#m¥ 

u **&Lfc. -eo^t, 3o%aiHfc*** ( i 
o. 4mi ) £jn*., 3^fH*»ftTSja(c*>ir 

Lfz. m&mz. mams*. mmsMfccvMizim 

/to »&:h.fcS§£a'U#y/l'?uvh^9:M — (a, 
^f-f y : lixf^= 10:1) i i: fc <fc 0 

mWt^H9*»fc ( 8 9 0 m g ) . 
1 H — NMR (CDC 1 3 ) <5-ppm: 2. 24 (s. 3 
H), 2. 36 (s, 3H), 7. 19 (d, 2H, J 
= 4. 5Hz) , 7. 35 (t, 1H, J = 4. 5H 
z), 8. 31 (d, 1H, J = 9Hz), 8. 67 
(dd, 1H, J = 9Hz, 2Hz), 9. 45 (d, 
1H, J = 2Hz) . 

jMi-cmtiiitzii&mzm^x . mmi \3tnn 
coimizx vmmi e 6cr>tt&mzmm.L?z„ 

iH-NMR (DMSO-d 6 ) Jppm : 2. 30 
(s, 3H), 2. 32 (s, 3H), 7. 29 (d, 
1H, J = 8Hz), 7. 39 (dd, 1H, J = 9H 
z, 2. 5Hz), 7. 56 (d, 1H, J = 9H 
z) , 7. 74 (d, 1H, J = 8Hz) , 7. 76 
(s. 1H), 7. 90 (d, 1H, J = 2. 5H 
z), 7. 99(d, 1H, J = 9Hz), 8. 19 
(dd, 1H, J = 9Hz, 2. 5Hz), 8. 72 
(d, 1H, J = 2. 5Hz) , 9. 25 ( s, 1 
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H) , 9. 44 (s, 1H) . 

mmm i 6 1 

mmm i66t nmyfimz <ommm 1 6 icn^m 
*mk Ltz ( mmummMms s ^mizm t 

^ 0)0 

1 H-NMR (DMSO-dg) c? PP m:2.06 (s, 3H), 2.30 
(s, 3H), 7.12 (d, 1H.J = 7Hz), 7.18 (t, 1H, J = 7 
Hz), 7.31 (d, 1H, J = 7 Hz), 7.86 (d, 1H,J = 8 H 

z), 7.97 (dd, 1H, J = 8 Hz, 1 Hz), 8.15 (d, 1H, J 

= 8 Hz), 8.25 (d, 1H, J = 1 Hz), 8.47 (dd, 1H, J = 
8 Hz, 2 Hz), 8.93 (d, 1H, J = 2 Hz), 10.93 (s, 1 

H). 

mmm 1 & s 

mmm i67t mmnxmiz x Ktrnmm 1 6 1 oit-sm 

1 H-NMR (DMSO-dg) S PP m:2.06 (s, 3H), 2.30 
(s, 3H), 7.13 (d, 1H.J = 7 Hz), 7.18 (t, 1H, J = 
7 Hz), 7.31 (d, 1H, 7 Hz), 7.96 (d, 2H, J =9 Hz), 
8.16 (d, 1H, J = 9 Hz), 8.19 (d, 2H, J = 9 Hz), 8. 
50 (dd, 1H, J= 9 Hz, 2 Hz), 8.95 (d, 1H, J = 2 H 
z), 11.03 (brs, 1H). 

mmm 1 e 9 

4- [5- [ (3, 4-y7nn<yy;H TSy] - 

m%m2tmmizLxwmtti4- 1 <5-rsy-2 

-b°u^-;P) yf^yl -1 -A yfyyo. 9 6 s. 
&&l? : 3. 4-y7Dn\yX7;i^ftKO. 7 0g£ 

1 commzmfrL. amit^r sxvmi- 

3 0 g zmzk, m&T3 Bmmtm. m&T. mm* 

s*L£. miLt^mm^mm^Mzm^Lx . * 

tz o Ltdmrnz yvx ^7A? 07 v^yy 
j - (mmm. wm^iv •. ^y->= 1 : 4 > -cm* 
lt. awf-fk-^ft* 0 . 0 8g#fc. 

[0 2 3 3] 1 H-NMR (CDC1 3 ) S PP m : 2.58 (t, 
2H), 3.00 (t, 2H), 4.05 (m, 1H),4.30 (m, 2H), 6.8 
6 (d, 1H), 7.02 (dd, 1H), 7.21 (dd, 1H), 7.23 (d, 
1H), 7. 34-7. 46 (m, 3H), 7.56-7.58 (m, 2H). 

wr. mmm i69t mmntt&zx 9 , mmm 1 7 0 
mmm 1 7 0 

'H-NMR (CDC 1 3 ) <3- PP m : 1.31 (s, 9H) , 1. 
32 (s, 9H), 3.90 (brs.lH), 4.27 (s, 2H), 6.76 ( d, 
1H, J = 8.9 Hz), 6.95-7.04 (m, 3H), 7.2677.39 
(m, 6H), 7.67 (d, 1H, J = 3.0 Hz). 

mmm 1 7 1 

1 H-NMR (CDC 1 3 ) <y PP m: 1.31 (s, 9H) , 
4.29 (s, 2H), 6.76 (d,lH, J = 8.9 Hz), 6.95-7.00 
(m, 4H), 7.18-7.21 (m, 1H), 7.33-7.36 (m, 2H), 7.4 



1 (d, 1H, J = 8.3 Hz), 7.46 (d, 1H, J = 2.0 Hz), 
7.62 (d, 1H, J = 3.0 Hz). 

mmm i 12 

'H-NMR (CDCI3) <5- PP m:2.10 (s, 3H), 2.29 
(s, 3H), 3.99 (brs, 1H), 4.24 (s, 2H), 6.67-6.70 
(m, 1H), 6.79-6.82 (m, 1H), 6.92-6.% (m, 1H),6.98 

(brs, 1H), 7.04-7.09 (m, 1H), 7.15-7.19 (m, 1H), 
7.39 (d, 1H, J =8.2 Hz), 7.44 (d, 1H, J = 2.0 Hz), 

7.56 (d, 1H, J = 3.0 Hz). 

mmm i 73 

'H-NMR (DMS0-d 8 ) <? PP m : 1.98-2.06 (m, 2H), 
2.51-2.56 (m, 2H), 2.82-2.88 (m, 2H), 3.72 (s, 3 
H), 3.74 (s, 3H), 4.19 (d, 2H), 6.38 (t, 1H),6.82- 
6.90 (m, 5H), 6.99 (brs, 1H), 7.15 (dd, 1H), 7.63 
(d, 1H), 7.84 (d, 1H). 

mmrnnA 

MS m/e 415 (M+) for C26H29N302(415. 53) 

mmm i i 5 

3, 4-y?nn-Nl - [6- [ (2-^-2. 

3-s^b kd- i 1 h-a yfy-A-A 

3. 4-^cm-Nl- [6- [ (2. 3-ybh'o 

yfy-A-- i)V) - 
3 - try : J-)V] KyXT 5= H 2 . 00g^ V^^jry 
-THF-S1 (#2 Om 1 ) cO®Kt=»*»Ls try^* 
-Wn$hVf-7*oSh*l. 5 5g^Jn£T, 8 0 

°cx*2mmm.ftLtz* K®m*mmgMz&AL. & 

h u *?j±±.x°mmk. mm^wsm^Ltz. n 
m Ltzxmm* >■ u % yjvtiyj*? nv ?> y<~ 
(mmm. iixf;i, : ^*y-y= 1:2) x-mmt 
x. &-m*tix. mmit-smzo. 9 4§#^. 

[0 2 34] 1 H-NMR (CDC1 3 ) <5- PP m : 3.25 (d 
d, 1H), 3.67 (dd, 1H), 4.63 (dd, 1H), 7.07 (dd, 1 
H), 7.26-7.59 (m, 3H), 7.70-7.74 (m, 2H), 7.97-7.9 
9 (m, 2H), 8.23-8.28 (m, 2H). 

mmmi7 6 

3. 4-y7on-Nl- [6- [ (2. 3-yt^n 
-2-T^)V^)V^^y- 1 y- i u-Ayfy- 
a-Ajv) -3-eyyrM KyXTSFco 

mm 

mmmi 7 5XmMLfz3 . 4-y^nn-Nl - [6 
- [ (2-/ot-2, 3-^bFo-l-^-dfy-l 
n-Ay^y-A-AlV) sh*^] -3-b°y^;k] 
O-XT5K0. 88g£DMF6m IhzmfrL. 

^y7Ao. 1 8g. hxwho. 3m i *Mz-X. m. 
m:-2mm^nLtz. Kmm*wm^)vxmmh. m 
m&m*xim. ]%7kmMi-hvi?j±±xmm. mm 

x. wmmsMt lx . wmit-smz 0.62 s wz. 



(89) B2 001-89412 (P20 0 1-815A) 



[0 2 3 5] 1 H — NMR (DMS0-d 6 ) dppm : 2.80 
(dd, 1H), 3.42 (dd, 1H), 5.55 (dd.lH), 7.21 (d, 1 
H), 7.52-7.63 (m, 3H) , 7.84 (d, 1H), 7.95 (dd, 1 
H), 8.22-8.28 (m, 2H), 8.36 (s, 1H), 8.48 (d, 1H), 

10.58 (s, 1H). 

mmm 1 7 7 

2- (4-tert-^7i7^y) -3- (3, 
4 -y7no^>-^ )VT 5 J ) b° U N -sJ-^Mf 

SSStW4T» fcflfc N - [6- (4-tert - 
7*J*ri/) try : Jy-3-- <)V~\ - 3, 4-y?DD 
<yX7 5 K200mg<7)JM-ft* f-P y 5 m LMtm - ? 

0 naS^m#H 1 6 4 m g £ Jnx . 10 B^iQilftTSsSt 
L*:. KJEMSrStfSU WtBt^ H B B ^r]RL4 0m 
gOSUIi-fb£!ii£«*;. 

[0236] MS m/e 431 (M + ) for C22 H20 C12 
N2 03. 

mm 1 7 s 

1 7 7 h mm<n>i?mz j: 1 7 initio 

MS m/e 428 (M + ) for C21H14C12N204. 
HtfiPf 1 7 9 

(Xg 1 ) Xfvk 6 - [ ( 1 - 1 -y*1-}WJ*j-)V>- 
7—)Vttis-2, 3-yhb"n-lH-^fyfy-4 

6-[(l-tFnJfy-2, 3-y'th*n- 
lH-^yr^-4-^^) -aW-h 
(4. 75g)ODMF (40ml)«ISt t-7 
f^f;l/^nny7y ( 3 . 59g) , ^ 5^V*- 

;K i . 84 g ) ^jni. mmx'i 7mmmnifz. k 

*w> ■■ w#x.*fr= 20:1) -cmt-rt £ t (c ct 0 
*mt£ft£#jt ( 5 . 62g) s 

1 H — NMR (CDCl 3 )5p P m:0. 1 6 ( s „ 3 
H ) , 0. 18(s, 3H), 0. 96 (s, 9H), 

1. 38 (t, 3H, J = 7Hz), 1. 89 (m, 1 
H), 2. 4 5 (m, 2H) , 2. 78 (dd, 1H, 
J=14Hz, 9 Hz) , 4. 37 (q, 2H, J = 7 
Hz), 5. 31 (t, 1H, J = 7Hz) , 6. 90 

(d, 1H, J = 8. 5Hz), 7. 00 (d, 1H, 
J = 7. 5Hz) , 7. 22 (d, 1H, J = 7. 5H 
z) , 7. 30 (d, 1H, J = 7. 5HzK8. 2 
5 (dd. 1H, J = 8. 5Hz, 2Hz) , 8. 80 

(d, 1H, J=2Hz) . 

(XS2) !6-[(l-tert-yf;P-y^f^ 
-y7-;my) -^fy^>—4->f;^^x] -tf 



y^Mt 'Jf^A7^S-^A ( 9 3 m g ) JDyXf/Px 
-tvV (10ml) <0JKSfiK**JfrL. xf;p 6 - 

[ ( 1 - 1 -7f;t/y^f;l/y5x;|,t^y- 2 , 3 - 
yhFn-lH->fyT>-4-'f;l') shafS'] xrj-?- 

h ( 1 . 0 g ) 0>>"x^-;PX— t^;P (8ml) 
fcSTFUfc. &vvt\ *^T. 2 0m fltfftfcflL 
* ( 1 00/J 1 ) . 1 NNaOH ( 1 00/1 1 ) » * 

( 3 0 0// 1 ) SrfllteDQji. S&T. 2 o#HL «H¥t 

iWHfc£«f fcftfc ( 8 1 0 m g ) . 
1 H — NMR (CDC1 3 )<5- P pm:0. 15 (s, 3 
H), 0. 18(s, 3H), 0. 96(s. 9H), 
1. 90 (m, 1H) , 2. 50 (m, 2H) , 2. 8 

1 (dd, 1H, J=16Hz, 9Hz), 4. 65 
(s, 2H), 5. 30 (t, 1H, J = 7Hz), 
6. 87 (d, 1H, J = 8Hz), 6. 97 (d, 1 

H, J = 8Hz) , 7. 19 (d. 1H, J=8H 
z), 7. 28 (d, 1H, J=8Hz) , 7. 71 
(dd, 1H, J = 8, 2H) , 8. 13 (d, 1H, 
J=2Hz ) . 

(X@3 )2-[(l-tert -?+A/-*?*+Ar- 
is=7->VX*><) -4^-4->f;my] -5- 
(A-hV7)V-*UX+)V-y*.S*>>*l-tV) -b° U 

Mi7£-^7tX7-fy (66 0mg) Oxh^tF 
n7?y(20ml) c7)^t4 0%yXf/l/7Vy'A 
/HtWrS'?— K h/l/xyfi ( l . lm 1 ) &MT 
U m&Tl 5#ia8HfLfc«. -2 0*CtcteSJL;fc. 
*«0RJE*»(C, (6 - [ (1-tert - f^)V- =J 

5^] frt') -*9J—)V* 4-fcb'n 

Jfy^yVN'j7;WiJ H (20 5mg) <0fN7tK 

n75> (i5mi) cr>m-&mmzmTL. muTi i 

SSJyV^y;^D7b/77^ - (^^rBHft 

x^= 10:1) x-mmth^tizx 9 

#fc ( 1 5 Omg) . 

1 H — NMR (CDC 1 3 ) 6-ppm: 0. 16 (s. 3 
H), 0. 18(s, 3H), 0. 96 (s, 9H), 

I. 90 (m, 1H) , 2. 50 (m, 2H) , 2. 8 

2 (dd, 1H, J = 1 6 , 9Hz), 3, 03 (s, 
2H), 5. 31 (t, 1H, J = 7Hz), 6. 91 
(d, 1H, J = 8Hz), 6. 99 (d, 1H, J = 
8Hz) , 7. 02 (d. 2H, J = 9Hz) , 7. 2 
0 (d, 2H, J = 8Hz), 7. 29 (t, 1H, J 
= 8Hz) , 7. 56 (d, 2H, J = 9H) , 7. 7 
6 (dd, 1H, J = 8. 2Hz), 8. 21 (d, 1 
H, J = 2Hz) . 

(JM4 ) 2 - [ (1-tert ^.X^- 
y7xMJfy) ->fy/y-4-^f;my] -5- 
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( 4 - hV yiV^viX -f-fr- y x. J^l/X^V ) - tf U 
y>^)fhnkb'n75y (3ml ) INf 

>1KB[ (590ml) SrJnx. »C 5 iSISfllJ* Ufc . 
RJE»»£, «ET\ «H!U BMx^tJn^s in 

1 = 1) •cws-rsifcfc.t oamfc^Hi ( mm& 

ft) ^(90mg), 

1 H-NMR (DMSO-dj) Jppm: 1. 75 
(m, 1H) , 2. 20-2. 80 (m, 3H) , 5. 
09 (t, 1H, J = 7Hz), 5. 16 (s, 2 
H) , 6. 96 (dd, 1H, J = 7, 2Hz). 7. 
05 (d, 1H, J = 9Hz), 7. 21 (d, 2H, 
J = 9Hz), 7. 25 (m, 2H), 7. 68 (d, 
2H, J = 9Hz) , 7. 95 (dd, 1H, J = 9H 
z, 2Hz) , 8. 23 (d, 1H, J = 2Hz) . 
£ffcM 1 8 0 

2- (4-T-kf-^) 7x7^-5- (3. 4- ! J7 

(X3S1) 4—^>=J)Vtti/T*:h7 x.JV<T>W& 
4-b HD^r^T-b h7xy>-ijJ;VX>^yo5 K 

zm^x. immitmmtzLx. mm-iksmzmti. 

1 H-NMR (CDC1 3 ) 5-ppm.-2.56 (s, 3H), 5.14 
(s, 2H), 7.01 (d, 2H) ,7.34-7.45 (m, 5H), 7.94 (d, 
2H). 

(x@2) 4-<yi?n>ttisT-thyx.sy x^-iy 

xm 1 x*WMLfz 4 -^i^/M-df^r-fe h7i;v 
2. 2 6 g&<yt>2 5 m 1 (:I*>U xf wy/ij 

3- *0. 6 7ml, (O-lO-^^r-^* 

mm*xim t . m^mm^^^^±xmm^ 

h/?7 * — (SFHiiBL iigxf;> : ^^y= 1 : 
5 ) tlllt, fi^>«j v *i: LX. Mltim* 7 7 
Omgft. 

[02 3 7] 1 H-NMR (CDC1 3 ) £ PP m : 1.65 (s, 
3H), 3.75-3.80 (m, 2H), 4.00-4.05 (m, 2H), 5.06 
(s, 2H), 6.94 (d, 2H), 7.32-7.45 (m, 7H). 

(113) 4-tKoJfy7-feh7i/y ^i-uyy 

TM 2 XWk Ltz4 -OzSjUtti/T*: b7x7> 
x-f-l^yy-^-^2. 0 5 gSrTHF 10 0ml tsitX 
7 9 J -)V 5 0 m 1 commzmfr L % 5 5^95*7 Aft 
*0. 8gc^^aT, SaHBcLfc. 4B#ia 



1. 38g*nft, efeKfitt»*. 

[0 2 38] 1 H-NMR (CDC1 3 ) Sppm : 1.68 (s, 
3H), 3.76-3.81 (m, 2H), 4.01-4.06 (a, 2H), 5.09 
(s, 1H), 6.79 (d, 2H), 7.35 (d, 2H). 

TfozTytfxmmMT. 6-9nu-ai-ymi . 58 
gOTHF5 0ml»i|K, #JfrT. ^iM-U ^A 
(1.1 Mx-f«) 3 5ml trmtta. fflWfC3 
mSSfflm, ?nnf>W f-rt^ 9 >- 2 5 m 1 £ Jnx v 
f*« C=Sfflt£R L=3r# £30 ^ISJSfP Lfc . SO£» 1 

£*JE8MBU;. j89fti^iJ*W9A?n7f/ 

57^- <*{i{«L Hixf;l, : ^^-y= l : 5 ) X' 

mm LX . &JBfcgtt£ 2 8 0m g»afc. 
[0 2 3 9] 1 H-NMR (CDC1 3 ) Sppm : 2.64 (s, 
3H), 7.46 (d, 1H, J = 8.3 Hz), 8.20 (dd, 1H, J = 

2.3 Hz), 8.94 (d, 1H, J = 2.6Hz). 
(IS5 ) 2- [4- (2-^^-1, 

yy-2-A)V) 7xydfv] -5-T-fe^t°y>>> 

H3TilLfe4-tKn^7-feh7xyy xf 
Uydr9~JUmt/Xm4XWkLtz 5 -T^)V- 2 

1 H-NMR (CDCI3) 6-ppm : 1.68 (s, 3H) , 2.57 
(s, 3H), 3.80-3.85 (m,2H), 4.04-4.09 (m, 2H), 6.98 
(d, 1H), 7.14 (d, 2H), 7.54 (d, 2H), 8.27 (dd, 1 
H), 8.77 (d, 1H). 

CDg6) 2- [4- (2-*^->\,-l, 3_y^dfy 
yy-2-AlV) 7i/^fy] -5- (3, 4-^n 
n iy y-j-^ -i)V) b° y xy«D|?it 
6 o%7K*^ h y 17 a 1 1 m gco^ ^y— ;P4 m 1 m 

mziM5X'M&Ltz2- [4- (2-^^-1 , 3 
-y^V7y-2 — y -5-r-fef- 
;Ph°'Jy>4 0 0mg, £ J; #3 , 4-y7no<>X 
7^fh H 2 3 4 m g JbxT » m&T" 2 O BftgHRft L 

9yy<~ mmm. BH8x^ : ^ify= 1:5) 

T-«»LT . am^-^HO^ 3 7 0m gf#fc„ fifiR*. 
[0240] 1 H-NMR (CDC1 3 ) J PP m: 1.69 (s, 
3H), 3.80-3.86 (m,2H), 4.04-4. 09 (m, 2H), 7.03 (d, 
1H), 7.14 (d, 2H), 7.39-7.52 (m, 3H), 7.55 (d, 2 
H), 7.68-7.74 (m, 2H), 8.34 (dd, 1H), 8.86 (d, 1 
H). 

(JM7) 2 - (4-r-fe^) y*S*i/-5- 
(3, 4-y7onym-i;l') W*Jy<7)W& 

XS6"CJRJtLfe2- [4- (2-^^-1, 3-^" 
**Vyy-2-A)V\ yx.J*zs~\ -5- (3, 4- 
y^noyyft^l/) t°yi»3 7 0mgSrTHF4 
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m 1 fc»i&»U 1 NHC 12ml SrjD^T. MiSTW 

riKtT. flHItt^ttl (B«£^i) 280mg^# 

[0241] 1 H-NMR (CDC1 3 ) Jppm : 2.63 (s, 
3H), 7.11 (d, 1H), 7.27 (d, 2H), 7. 42-7. 53 (m, 3 

H), 7.70-7.75 (m, 2H), 8.06 (d, 2H), 8.38 (dd, 1 

H), 8.85(d,lH). 

ot, mm 1 8 0 1 mmo-xmizj: o hjs^j 1 s 1 ~ 
mmm 1 8 1 

'H-NMR (CDC 13) Jppm : 2.42 (s, 3H), 3. 
99 (s, 6H), 6.94 (d, 1H), 6.97 (d, 1H), 7.28 (d, 2 
H), 7.43 (d, 2H), 7.57 (s, 1H), 7.63 (d, 2H), 7.73 
(dd, 1H), 8.20 (d, 1H), 8.48 (d, 1H). 

mmm 1 s 2 

1 H-NMR (DMSO-ds) <5-ppm:2.38 (s, 3H), 3.78 

(s, 3H), 3.91 (s, 6H), 7.02 (d, 1H), 7.37 (d, 2 
H), 7.49-7.51 (m, 4H), 8.02-8.18 (m, 3H), 8.76(d, 
1H). 

mm 1 8 3 

MS m/e 444 (M+) . 
H»J184 

1 H-NMR (CDCI3) 5-ppm:1.68 (s, 3H), 3.79- 
3.83 (m, 2H), 4.02-4. 10(m, 2H), 7.04 (dd. 1H), 7.1 

2- 7.17 (m, 2H), 7.47-7.58 (m, 3H), 7.66-7. 74 (m, 4 
H), 7.83 (d, 1H), 8.38 (dd, 1H), 8.88 (d, 1H). 

mmm 1 8 5 

E-i- [6- (3, 

y-) b°Ui>>-3— -2- [4- (hVyjUj-u 

3- *;k$/y-6- (3, 4-^fl/>'y^y7iy 
^fy) fJ^VO. 5 8g^y7Da^^y5mlIS 
(c*Mb ( 4 - h U 7Wn7i-;H \^h»J7x 

ho. 2 7 g *%.<%Ttoz.ti<, Bcmmmz&t izmmz 
mL^ifik 2 amm&Ltz* Kmmmizwuutfy 

m ■. ^*r>/wm^)v= 5/1) 10 m z<r>wmt 

'H-NMR (CDCI3) 5-ppm : 6.01(s, 2H) , 6.62 (d 
d, 1H, J = 2 Hz, 9 Hz), 6.68 (d, 1H, J = 2 Hz), 6. 
82 (d, 1H, J = 9 Hz), 6.92 (d, 1H, J = 9 Hz), 7.00 

(d, 1H, J = 17 Hz), 7.13 (d, 1H, J = 17 Hz), 7.59 
-7.62 (m, 4H), 7.90 (dd, 1H, J = 2 Hz, 9 Hz), 8.28 

(d, 1H, J = 2 Hz) . 



jar. mmm isst mmeyjfmz x ommm 1 s 6~ 

1 9 lC7)€^^«tt^„ 

[0242] mmmi 86 

'H-NMR (CDCI3 ) 5-ppm : 6.43 (d, 1H, J = 12. 
2 Hz), 6.63 (d, 1H, J= 12.2 Hz) ,6.86-6.90 (m, 2H), 
7.00-7.04 (m, 2H), 7.06-7.15 (m, 2H), 7.16-7.19 
(m, 2H), 7.26-7.37 (m, 4H). 
HSIW18 7 

'H-NMR (CDC1 3 ) 6-ppm : 7.00-7.06 (m, 5H), 
7.10-7.26 (m, 2H), 7.32-7.39 (m, 2H), 7.47-7.52 
(m, 2H), 7.56-7.63 (m, 4H). 

mmmi8 8 

'H-NMR (CDCI3) #ppm:6.55 (d, 1H, J = 12 
Hz), 6.66 (d, 1H, J =12 Hz), 6.85-6.89 (m, 2H), 7. 
01-7.04 (m, 2H), 7.07-7.15 (m, 1H) , 7.16-7.19 (m, 
2H), 7.32-7.38 (m, 4H), 7.47-7.50 (m, 2H). 

mmm 1 8 9 

'H-NMR (CDCI3) Jppm: 6.43 (d, 1H, J = 12 
Hz), 6.63 (d, 1H, J =12 Hz), 6.86-6.90 (m, 2H), 7. 
00-7.04 (m, 2H), 7.06-7.15 (m, 2H), 7.16-7.19 (m, 
2H), 7.32-7.37 (m, 4H). 

mmmi 90 

'H-NMR (CDCI3) Sppm:1.66 (s, 3H), 3.77- 
3.86 (m, 2H), 3.98-4. 13(m, 2H), 6.55 (d, 1H, J = 1 
2 Hz), 6.68 (d, 1H, J = 12 Hz), 6.84-6.90 (m, 2H), 
6.94-7.00 (m, 2H), 7.15-7.20 (m, 2H), 7.35-7.38 
(m, 2H), 7.42-7.50 (m, 4H). 

mmmi 9 1 

'H-NMR (CDCI3) £ppm:1.66 (s, 3H), 3.78- 
3.83 (a, 2H), 4.02-4.07(m, 2H), 6.44 (d, 1H, J = 1 
2 Hz), 6.63 (d, 1H, J = 12 Hz), 6.87-6.91 (m, 2H), 

6.94-7.00 (m, 2H), 7.06-7.10 (m, 1H), 7.15-7.19 
(m, 2H), 7.29 (d,lH, J = 8 Hz), 7.33 (d, 1H, J = 2 

Hz), 7.42-7.47 (m, 2H). 

mmmi 92 

Nl - {6 - [ (l-jj-^rV) - 2, 3-ytKn-l 
u-jyfy-4-4 >v] Jt^y-] 
;W-N3-(3, 4-y7nn7x-^)ft^7 

(4 9mg) mmiZ, 3-VX?> (68m 1 ) , 1, 

s-yTD-'t'S/^n [5, 4, 0] -7-^yf*v 

(18ml) *Ml. 5 0"CC-3B$raiI*f tst. RiJrff 
WL£. *BETe»»U IHftxf^fcJii*.* KOtffe 

nztfs-fVMmz-huz.mmx'i oou s^rajp^t 
=4:i) xmmthzt^zx^wmit^m^mtz o 

mg) „ 

i H-NMR (CDC 1 3 ) 5-ppm: 2. 64 (t, 2 
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H, J=6Hz) , 2. 8 8 (t, 2H, J = 6H 
z) , 6. 30 (brs, 1H), 7. 1 0 (d, 1 
H, J = 9Hz) , 7. 20 (brs, 1H), 7. 3 
5-7. 80 (m, 6H), 7. 96 (brs, 1 
H), 9. 50 (brs, 1H). 

mmm 1 9 3 

3- (5--No-2-p-bU;^7^-;l/7x- 
/P)-l-(3, 4, rdfS^x^/U) 7D 

^MPJ2-C#fetLfc3- (5--ho-2-p-h'J;l/ 
Wr- ;l/7i-;l^) - 1 - ( 3, 4 , 5-J-lMh 
d fv7i-;l') rn^yy 1 o Owzcofflmsmmmz 
3 0%ii^bK*7jcl O^ini.^. KJiKt^^^T 
HMfL*:. &mmmz*&V^-^$:t\\t?z. zc 

mmz^nvK. aii^x-x^-eMu 30 

[0243] 1 H-NMR(CDC13) ffppm: 2.32 
(s, 3H). 3.97 (s, 9H), 7. 20-7. 27 (m, 4H), 7.46 (d, 
1H), 7.54 (d, 2H), 8.13 (d, 1H), 8.44-8.50 (m, 3 
H). 

mmm 1 9 a 

iH-NMR (CDC 1 3 ) 5 PP m : 1.29 (s, 9H), 
3.93 (s, 6H), 6.88 (d,lH, J = 8.3 Hz), 7.42-7.48 
( m, 4H), 7.64-7.67 (m, 2H), 7.97 (d, 1H, J =8.6 H 
z), 8.34 (dd, 1H, J = 2.6 Hz, 8.6 Hz), 8.37 (brs, 1 
H), 8.79 (d, 1H,J = 2.6 Hz). 

mmm 1 9 5 

3- ( 5-^ho-2-p- h'J;U;l/*z/l/7x^ 
A0-l-(3. 4. 5-hU^hdfv^x^) 7D 

£tt0»18 3-C»&*Ufc3- ( 5-x P o-2-p- h 
!);^^7r-;l/7i-;l/) - l-(3, 4, 5-MJ 
;>< h^fy7i-^) yu^-jy 268mgCOatS?10ml^S 
fc3O%aiMb***130«*iW^^. RJE*§M£MiB 
TIBJKtfW:. RJ£«£METi§*§U aS(c*& 
tfSRX'f^fcJiiifc. :&«*£#JRL*&Lfc. it* 

[02441'H-NMR (CDC1 3 ) Sppm:2.35 
(s, 3H), 3.95 (s, 9H), 7.19-7.27(m, 5H), 7.75 (d, 
2H), 8.33-8.47 (a, 4H). 

mmm 1 9 6 

iMmmmm 1 9 5 1 * 0 hsim 1 9 6 

1 H — NMR (CDC 1 3 ) 5ppm: 132 (s, 9H), 3.9 
5 (s, 6H), 6.91 (d. 1H, J = 8.3 Hz), 7.43-7.54 ( 
m, 4H), 7.93-7.97 (m, 2H), 8.16 (d, 1H, J = 8.6 H 
z), 8.17 (brs, 1H), 8.48 (dd, 1H, J = 2.6 Hz, 8.6 



Hz), 8.71 (d, 1H.J = 2.6 Hz). 

mmm 197 

1- (6- [1-hHn^fy- iy-fy- 4 — r;M-* 
^] -b°Ui»-3--r/W - 2- (3, 4-y?nn 
7X-A-) -x^;y ( 1 9 Omg) o^nn^^y 
(14ml) ^Rfc-fe5^f h (4 5 Omg) s ?nn? 

□AKey^-w (2oomg) fcjn** aigt4o 

/77^- <^-fy : B»X^/V=2 : 1 ) THHW" 
hZtlZl *}Wm&m*WZ ( 1 5 Omg ) . 
1 H — NMR (DMSO-d 6 )5-ppm:2. 65 
(t, 2H N J = 5Hz), 2. 85 (t, 2H, J = 
5Hz) , 4. 45 ( s, 2H) , 7. 26 (d, 1 
H, J = 9Hz) , 7. 30 (d, 1H, J = 9H 
z), 7. 57 (m, 5H), 8. 43 (dd, 1H, 
J = 9, 2Hz) , 8. 86 ( s , 1 H) . 

mmmi9 8 

2- #/W<3fv-4 , 5-^nn-Nl - [6- 

[ ( l -jj-*y-2.3-yh Hn-iHHyfy-4 

— -f AO Jj^v] -3-eU^-^] F<5DS? 
it 

##M2tH«fc:fC«etfc4- [ (5-T5y-2 
-eijy-^) jf^f^] - l -- f y/yyo. 22g£ 

Tb5tPn75yiOmltii>U 11*4. 5-5> 
^nn7^;H0. 2 2 g&itfHJxf-^TSyO. 
13ml SrJn^T. £ST2 OKJISHWrLJfc. * 
fh7t Kn75y2 Om 1 £J:tKBffigxf-A'5 Om 1 
tf>S»te*#'U 5%?xyBbfc*»L &lvt*ttW#!6 

^-^-f^M^^H^LTMM^^* 0 . 1 

[0245] 1 H — NMR (DMS0-d 6 ) ^p P m : 2.62- 
2.67 (m, 2H), 2.84-2.88 (m, 2H), 7.19 (d, 1H, J = 
8.9 Hz), 7.42-7.46 (m, 1H), 7.49-7.52 (hi, 2H), 7.9 
6 (s.lH), 8.06 (s, 1H), 8.18 (dd, 1H, J = 2.6 Hz, 
8.9 Hz), 8.35 (d, 1H, J = 2.3 Hz), 10.65 (s, 1H). 
SUSM19 9 

N-T-fef-rt'-N- (3, 4-y?DD7x-^) -6 
- [ (S-T-trh^fy-lH-^yfy-?-^;!/) * 
3f^] -3fyrs Hf5«Jt 

N- (3, 4-y?no7j-;K -6- [ (2, 3- 
yt Kn- l-^y-i h->( yfy-4-^^) * 
^nfyrs F490mg(; P -Hi/xy^* 
#W8i2 5 0m g&tfBISH yrn^ 5 m l 

zinttz. mim&mz 8 or-c3 o$mnwLiz. k 
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n-Mty/»ixf;i-=2/i ) . mmit-£m3 3 

0mg£#fc. 

[0 24 6] 1 H-NMR (CDC1 3 ) 5 PP m : 2.34 (s, 
3H), 2.40 (s, 3H), 3.20 (d, 2H,J = 2 Hz), 6.32 

(t, 1H, J = 2 Hz), 6.91-7.03 <m,3H), 7.22-7.41 (m, 
3H),7.45 (d, 1H, J = 9 Hz), 7.95 (dd, 1H, J = 2 H 

z, 9 Hz), 8.38 (d, 1H, J =2 Hz) . 

i»fe#|2 0 0 

4 - { [5 - (4-h'j7;^O^f;l-7iy-fy^f 

)l< (88mg) <F> s J?UXiX-?y (3ml) MMI/Z, -te 
?4 V ( 1 2 Omg) x ^nn^ni-lb-yy^A 
( 9 5 m g ) frjnx, 04HS*frLfc. 506* 

a$gx^=2 : i ) Tmmt&ztizxomm-fkuffl! 

ZWz ( 5 6mg) . 

1 H-NMR (CDCl 3 )<5-ppm:2. 69 (t, 2 
H. J = 6Hz) , 2. 97 (t, 2H, J = 6H 
z) , 5. 06 (s, 2H), 7. 03 (d. 2H, J 
= 9Hz), 7. 07 (d, 1H. J = 8Hz), 7. 
40 (d, 1H, J = 9Hz), 7. 45 (t, 1H, 
J=8Hz) , 7. 58 (d ( 2H, J = 9Hz) , 
7. 67 (d, 1H, J = 8Hz), 7. 84 (dd, 
1H, J = 9Hz, 2Hz) , 8. 20 (d, 1H, J 
=2Hz) . 

mmm 20 1 

Nl- [6- (4-7W7i7dfy) -3-t°Uv 
-Nl-^f^-3, 4-y7nn^>X7SK 

(III) 1- [4 - [ (5-^^TS>'-2-e'J 
x-;V-) 7i-/H -i-x^y^«^g 

###J 2 k mniz LXWtLtz 1 - [4- [ (5-T5 
y-2-b-U^-;^) 7i-/H -i-x?y 

VI. 14g^y^>5mli3j;^f b7tFn75 
y 1 0 m 1 comMizffifrL . T f- ^-f^-jvrv^t— 

7DSB2mg, 7j<ffi-ft;-7- h U 0 . 8g, 

wjwo. 7 g £im;ifc . 4 o°c-e i im&rtt. 

HK^f-A-O. 5mlfrJnx. 5 0rT-6^r B l 
fcSSrC2HHKfrUfc. RJ^frBt^x^-eWlfflL 

i ) xmmvx. w&tt&mo. 2g^mn^mmt 

1 H-NMR (CDC1 3 ) 5 P pm:2.57 (s, 3H), 2.87 
(s, 3H), 3.76 (brs, 1H), 6.87 (d, 1H), 7.01-7.08 
(m, 3H), 7.67 (d, 1H), 7.95 (d, 2H). 
(JM2) Nl- [6- (4-7W7x7^fy) - 



3 - ITU : J—)V~\ -N 1-^^-3, 4-y?OD< 

XBlTSJSLfcl- [4- [ ( 5-*lHUT$y-2 
-t°U^-^) ^i^] 7i^;H -1-x^yyfcJ: 

[0247] 1 H-NMR (DMS0-d 6 ) 5 PP m : 2.57 
(s, 3H), 3.40 (s, 3H), 7.12-7.17 (m, 3H), 7.23-7.2 
6 (m, 1H), 7.56-7.59 (m, 2H), 7.88 (dd, 1H), 7.99 
(d, 2H), 8.05 (d, 1H). 
HJ6CT2 0 2 

±m^mmm2 oit mm^mzx <omm2 o 2& 
ct vmmm 203 coik&mzwm Ltz . 

'H-NMR (DMS0-d 6 ) Sp P m:2.56 (s, 3H), 3.39 
(s, 3H), 7.09-7.15 (a, 3H), 7.49-7.53 (m, 2H), 7. 
68 (d, 2H), 7.91 (dd, 1H), 7.98-8.02 (m, 3H). 

3SKW2 0 3 

'H-NMR (CDC1 3 ) 5-ppm : 2.63-2.68 (m, 2H), 
2.78-2.83 (m, 2H) , 3.47(s, 3H), 7.00 (d, 1H), 7.13 
(dd, 1H), 7.27-7.36 (m, 3H), 7.41-7.46 (m,lH), 7. 
53 (dd, 1H), 7.65 (dd, 1H), 7.78 (d, 1H). 
HSS092O4 

Nl- (4-hFndfy7i-W -N3-(6- ( ( 1 
-^V-2,3-y'tKn-iH — f yfy-A-4 

iv) b* u i» - 3 - >f jvmmcomfe 
mmmi 1 4-efts>*i/aii - u-* h*^?*- 

)V) -N3-(6- ( ( l-^-drV-2, 3-^'t Kn- 

iH-4y?y-4->t)V) ttis) \£V$?y-3—< 

MWM 200mgt48 % JM&JcXR 5mL & MtlOO 

°cxmmmnLtz, Kmrnrnzmmrmmt. mziz 
tz. m^^^o^y/v^^^tj^hx-mmt mmm 

m: n-^^y/Wm^fV=l/l) , 5 0mgc7) 

mmtism*%tz, 

[0248] 'H-NMR (DMS0-d 6 ) J PP m: 2.61- 
2.66 (m, 2H), 2.84-2.88 (m, 2H), 6.67-6.70 (m, 2 
H), 7.09 (d, 1H), 7.17-7.22 (m, 2H), 7.37-7.49 (m, 

3H), 8.02 (dd, 1H), 8.15 (d, 1H), 8.43 (brs, 1H), 

8.66 (brs, 1H), 9.08 (s, 1H). 

mm\2os 

±iicommm 20 a t mn^mizx vmmm 2 0 5 co 

flte*&«3ttU£. 'H-NMR (DMS0-d 6 ) Jppm: 
6.90 (tt, 1 H, J=2 Hz, 7 Hz), 7.07 (d, 1H, J=9 H 
z), 7.17 (d, 1 H, J=7 Hz), 7.24-7.36 (m, 3 H), 7.4 
3 (t, 1 H, J=9 Hz), 7.51 (d, 1 H, J=9 Hz), 7.86 
(d, 1 H, J=3 Hz), 7.99 (m, 2 H), 8.11(d, 1 H, J=3 
Hz), 8.86 (s, 1 H), 9.08 (s, 1 H), 10.23 (s, 1 H). 
MWM2 O 6 
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3, 4-y7nu-N- { [4- (l-tKn^fHV 

SgJSM 3 4 T1# <3 *Ut 3 , 4-y?oo-N- { [4- 

OoCTS HI 0 OmgOTHF-i (4:1)1.2 
5 m L fc7|<»ffc;* *75^ b U *? A 6 m g £Jn£MSST 

2. 5B«8HW*Lfc. S06»i«£*ffiTattU BUK 

*a»v^*^^A-c««tfe. *me£©*u ass- 

1 H — NMR (DMSO-ds) 8 p p m : 1.76-1.81 (m, 1H), 
2.30-2.36 (m, 2H), 2.74-2.79 (m, 1H), 5.05-5.09 

Go, 1H), 5.30 (d, 1H), 6.78 (d, 1H), 6.94-6.99 (m, 
2H), 7.14-7.26 (m, 2H), 7.70-7.76 (m, 2H), 7.82 

(d, 1H), 7.93 (dd.lH), 8.21 (d, 1H), 10.39 (s, 1 

H). 

or. mm 20 6 1 mmcojjmizj: o mmm 207 a 

[0 249] HMM2 0 7 

1 H — NMR (CDCI3) 5- p pm : 1.77-2.04 (m, 4H), 
2.68-2.76 (m, 2H), 4.77-4.80 (m, 1H), 6.73 (d, 1 
H), 6.85 (dd, 1H), 7.01-7.06 (m, 2H), 7.40 (d,lH), 
7.55-7.59 (m, 3H), 7.70 (dd, 1H), 7.97 (d, 1H). 
HS6M2 0 8 

1 H — NMR (CDC1 3 ) ,5-ppm: 1. 72-2. 06 
(m, 5HK 2. 65-2. 87 (m, 2H), 4. 
73 (t, 1H), 6. 87 (dd. 1H), 7. 00 
-7. 10 (m, 4H) , 7. 53-7. 59 (m, 3H) , 
7. 70(dd, 1H), 7. 76(s, 1H), 7. 9 
7 (d, 1H) . 
HJSM2 0 9 

3, 4-y7nn-N- [ [6- ( 3 -h Fndf ^7 x 
-;P) ttz/l b°'J^>-3--f;H OXTS. Vcom 
it 

9mm8 7Xi§t>fLfzN- [ [6 - ( 3-T-fef-;M-^f 
is?x.~}l>) t'Vi?y-3-J}l>l -3, 4- 

y^DD^yXTS F6 0 OmgiOTHFl 5mL?§^* 
1 N7jcK-fL^ h U >7 2 m L £ JD^ , SiST5 

whswl*;. *.ttT5Cjmmfc*$:ini. 1 o%igg? 

U aS^PKx^;^A,W^fC4 6 0 

[0 2 50] 1 H — NMR ( DMS0-d 6 ) £ PP m : 6.46- 
6.53 (m, 2H), 6.57-6.62 (m, 1H), 7.04 (d, 1H, J = 
8.9 Hz), 7.15-7.21 (m, 1H), 7.84 (d, 1H, J = 8.2 H 
z), 7.93-7.97 (m, 1H), 8.17-8.23 (m, 2H), 8.51-8.5 
2 (m, 1H), 9.60 (brs, 1H), 10.55 (brs, 1H). 



hit. mmm2 o 9 1 mmwmzx t ommm2 1 on 
j;v^jfiM2 1 lo-ft^^tetu^ 
[0251] mmm2 1 0 

1 H — NMR (DMS0-d 6 ) Sppm :7.17 (d, 1 H, J = 
9 Hz), 7.38-7.43 (m, 1H), 7.53-7.59 (m, 2H), 7.76- 
7.86 (m, 2H), 7.93-7.97 (m, 1H), 8.22-8.27 (m, 2 
H), 8.51 (d, 1H, J = 2 Hz), 10.60 (s, 1H), 13.15 
(brs, 1H). 

mm\2 1 1 

1 H — NMR (DMS0-d 6 ) S p p m : 6. 47-6. 54 (m, 2H), 
6.58-6.62 (m, 1H), 7.03-7.07 (m, 1H), 7.15-7.21 
(m, 1H), 7.93-7.96 (m, 2H), 8.16-8.19 (m, 2H), 8.2 
0-8.24 (m, 1H), 8.54 (d, 1H, J = 2.3 Hz), 9.62 (s, 
1H), 10.65 (s, 1H). 

mm\2 1 2 

3, 4-y7nn-N- [6- ( 3 - 1 Kn^f i^X^ 

y^mtTjV *~~*7l± 0 f-T72» 1 8 0 m gcOT H F 1 0 m 
L^S?§Mfc*^T3 , 4-y?on-N- [6- (3 

;H <yXTS P 5 0 OmgOTHF 1 OmLl»g 

[0252]!H-NMR (DMS0-d 6 ) ^ppm: 4.51 
(d, 2H), 5.25 (t, 1H), 6.98 (d, 1H), 7.04-7.15 (m, 

3H), 7.36 (t. 1H), 7.84 (d, 1H), 7.93-7.97 (m, 1 
H), 8.18 (d, 1H), 8.22 (m, 1H), 8.49 (d, 1H), 10.5 
6 (s, 1H). 

mmm2 1 3 

6- [4- (2-^yrnbvu-) 7x.J*i»] 

yid60mg) , 3, 4-$/^Dc?r— *jy ( 1 0 

5mg)cON, N-y7fW;^rSK(4ml)g 
)V) iuVi£V4 5 H ( 1 4 Omg ) £flu;c. SStl H 

T-«ML. MM-ft^ft^tf^ ( 6 Omg ) 
1 H — NMR (CDCI3 ) 5-p P m:2.20 (s, 3H), 3.74 
(s, 2H), 7.03 (d, 1H, J= 9 Hz), 7.13 (d, 2H, J = 
8.5 Hz), 7.27 (d, 2H, J = 8.5 Hz), 7.43 (s, 2H), 
7.80 (s, 1H), 7.87 (s, 1H), 8.19 (dd, 1H, J = 9 H 
z, 2.5 Hz), 8.63 (d, 1H, J = 2.5 Hz). 

jar. mmM2 1 3 k nmmmzx K>mmm2 1 4~ 
2 1 7<r>itizm£mm.Lfc. 
[0253] mmm2i4 
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1 H-NMR (CDC1 3 ) Sppm: 1.39 (s, 3 H), 2.00 
(a, 2 H), 2.75 (m, 2 H), 3.99 (a. 4 H), 6.99 (d, 1 

H, J=9 Hz), 7.07 (d, 2 H, J=8 Hz), 7.26 (d,2 H, J 
=8 Hz), 7.42 (s, 2 H), 7.69 (s, 1 H), 7.87 (s, 1 
H), 8.17 (dd, 1H, J=2 Hz, 9 Hz), 8.64 (d, 1 H, J=2 

Hz). 

mmm 21 5 

1 H-NMR (CDCI3) ap P m:2.22 (s, 3H), 3.75 
(s, 2H), 7.05 (d, 1H, J= 8.5 Hz), 7.14 (d, 2H, J = 

8.5 Hz), 7.28 (d, 2H, J = 8.5 Hz), 7.64 (d,2H, J 
= 8.5 Hz), 7.76 (d, 2H, J = 8.5 Hz), 7.87 (s, 1H), 

8.23 (dd, 1H,J = 8.5 Hz, 2.5 Hz), 8.67 (d, 1H, J 
= 2.5 Hz). 

1 H-NMR (CDC1 3 ) <3-ppm : 1.85 (s, 3 H), 2.26 
(m, 2 H), 2.90 (a, 2 H), 3.38 (a, 4 H), 7.01 (d, 1 

H, J=9 Hz), 7.07 (d, 2 H, J=9 Hz), 7.27 (d,2 H, J 
=9 Hz), 7.64 (d, 2 H, J=9 Hz), 7.76 (d, 2 H, J=9 H 
z), 7.82 (s, 1 H), 8,21 (dd, 1 H, J=2.5 Hz, 9 Hz), 

8.67 (d, 1 H, J=2.5 Hz). 
mtkM2 1 7 

1 H-NMR (CDCI3) £ppm : 1.85 (s. 3 H), 2.26 
(a, 2 H), 2.90 (a, 2H), 3.38 (a, 4 H), 7.00 (d, 1 
H, J=8.5 Hz), 7.07 (d, 2 H, J=8 Hz), 7.27(d, 2 H, 
J=8 Hz), 7.43 (s, 2 H), 7.71 (s, 1 H), 7.87 (s, 1 
H), 8.18 (dd,l H, J=2.5 Hz, 8.5 Hz), 8.65 (d, 1 

H, J=2.5 Hz). 

HMM2 18 

'H-NMR (CDCI3) Jppm : 2.30(s,3H),2.32(s,3 
H), 7.30 (d, 1 H, J=8 Hz), 7.74 (d,l H,J=8Hz), 7.7 
5 (s, 1 H), 7.88 (d, 1 H,J=8Hz), 8.00(dd,lH, J=8,2H 
z) , 8. 05(d, 1H, J=9Hz) , 8.28(d, 1H, J=2Hz) ,8.45 (dd, 1H, J= 
9,2Hz),9.05(d,lH,J=2Hz),10.93(s,lH). 

mmm2i9 

2- (3, A-^^WJ^^^y iy^f^) -5- 
[2- (4-h'J7;^n^f;l/7x-;P) xf;i/] b 
y Vy mst&wWk 

9mmi85-C1%t>tlte2- (3, A-t^-Vyi?**^ 
7x/^fy) - 5- [2 - (4-h'j7Wa^f^7 
X.-JU) h°—M t'JyyiOOmgOTHFlOmL 
Wmiz 5 %A°7 ^<7A-§5*« 1 0 m g ^ Jni.*SM»TF 

Jt . » S * 4 N*»-fi|«X^ 5 m L (cjgft t , MiS 
T3-04HBtt«Ufc. RJC»«*i«IBL»S*x— f;W 

[02 54] 'H-NMR (CDC1 3 ) Jppm : 2.88-2.9 
5(m, 4H), 5.98 (s, 2H), 6.58 (dd,lH), 6.65 (d, 1 
H), 6.79 (d, 2H), 7.23-7.26 (a, 2H), 7.41 (dd, 1 
H), 7.53(d, 2H), 7.97 (d, 1H). 

mm 1 



mw.M2 0 7 ow&m 1 0 0 g 

TbMr/P Om&. Mim (») M) 4 0 g 

rj-yx^-^ 30 g 

XfT'J ^l^^^A 2 g 
TC-5 (flB*&, «jttflS¥CL3!t («e) gL 

b K vTo bVkX f-;Hr;Pn— .x ) 1 0 g 

^ixfi/^yn-^-eooo 3g 

tA4 Ufc 4 0 g 



r y ^87/*v">Ata^ijfiSft, *i*ri om 
fk^y3-;l.-6 000, tA£ us** J:f i x : 5v- 
[0255] mm 127 <Offc£ft£JBV v£ x JJEfc ft 

*?tmey<y#>wm* amte&m) co^t, tie 

(Plasma Derived Serum (PD 

s) coifflM) w*m&&&&Lxnbivfcfom.*. m 

0. 1% (W /V) ifrffc#/l^>7A;fcJ:tfO. 1%(W/ 
V) ®ftr? : 7'*S"7 A Phosphate Bu 

ffered Saline (PBS) -C3S#T 2rff o 
fc. owe, Wffi^i«»*Hi*-r*/£»fc:»&fC. 
»6*ifc±SI£ 5 6TI-C3 O^O^Mrffcfcfrofc. <r 
ft£0. 2 2 jum«7 ^ ;l/^-tIiLt P 1 a s m a 
Derived Serum (PDS) JigLfc. 

(m&rm) b ( L I 9 O ) fc s 

1 0%^J&j^f£#tj>DULBECCO' S mo 
dified eagle medium(DMEM) 
-CMLT. !3Hfc«* (CO, ) #ffiT\ Jy**.* 

-?-*x*24 smmrn u^a, ±ibp bswu 

2%C7)PD SSr-ft-tfE a g 1 e ' s minimume 
ssential medium (MEM) t, 
3BIBi8#Lfc. owe, S«Lfc«Bfi*±IEPBST 
gfe^LT. Mtft^HttClOpMhTGF (b?y 
sy/Zn- X7r?^- ) £-,1 £-&t»ME 
M (MEMMC»LT2%PDStt) T'l 6B#^1§ 
*Ufc. OWC. JSItUiL I 9 0^±gPBSTif 
U JMfttWWfc^ft-e** 3 H proline^ 
0. 2 5mM<DTXa;]s\z'yMb £#tfMEM-C2 4B# 

ihri (mtmmm y^jy? mmt) 

tz. z<7)®mLtz±.mz hv? unmst (tca>« 

[0256] «K-(^%^^t§»t^±«4>cOScltvg 
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(T/C) ^JftfJU 3 5-^>-£j££5 0%ffl»r£ 
itJK(^M) (IC 50 =T/CiSO. 5fcffiS-r«.#l« 

[02 57] 
^5 9] 





1 c so 

(MM) 




2 . 


3 7 


31*013 4 


2 . 


0 1 


3g*«7 1 


1 . 


8 4 


nnwi 2 


2 . 


4 4 


£*S#l8 8 


8 . 


3 8 




8. 


2 3 


JSJfcM 1 1 5 


3. 


1 3 


ISftftf 1 1 6 


4. 


0 3 


Xttffl 1 1 7 


3. 


6 0 


**6M 1 1 8 


7. 


7 4 


mmm i 2 1 


4. 


4 8 


1 2 5 


4 . 


0 7 


^*fc« 1 2 6 


6 . 


5 2 


^*fc#! 1 3 4 


7. 


5 5 


1 6 1 


7 . 


2 8 


mtew 1 e 7 


2 . 


6 6 


HJfe#l 1 6 8 


1 . 


7 6 


Mmm 193 


7 . 


3 0 


HJfiM 19 8 


4. 


5 1 


2 0 0 


6 . 


2 3 


mum 2 0 1 


5 . 


5 0 
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111 



F I 

A 6 1 P 11/00 
13/12 
27/02 
43/00 
C0 7C 49/84 
233/75 
275/36 



T-73-K (##) 



1 1 1 
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317/24 
323/22 
323/42 



317/24 
323/22 
323/42 



C0 7D 213/75 



C 0 7 D 213/75 



F*— 4C055 AA01 AA17 BA02 BA42 BA47 



BA52 BB01 BB04 BB07 BB08 
BB10 CA02 CA06 CA16 CA18 
CA52 CA53 CB01 CB02 CB04 
CB07 CB08 CB09 CB10 CB11 
CB16 CB17 DA01 DA05 DA06 

4C086 AA01 AA02 AA03 BA13 BC17 
BC42 BC48 GA02 GA04 GA08 
MA01 MA04 NA14 ZA33 ZA45 
ZA59 ZA66 ZA75 ZA81 ZA89 
ZA96 ZB11 ZB15 ZB21 

4C206 AA01 AA02 AA03 CA28 CB18 
EA02 GA07 GA31 HA30 MA01 
MA04 NA14 ZA33 ZA45 ZA59 
ZA66 ZA75 ZA81 ZA89 ZA96 
ZB11 ZB15 ZB21 

4H006 AA01 AB25 AB26 BJ50 BM10 
BM30 BM71 BM72 BN20 BP30 
BP60 BR30 BR60 BR70 BT14 
BU46 BV74 TA05 TB14 TB41 



